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L5 545 SEA FILE=REGISTRY SSS FUL LI 

L7 STR 




Gl C,N 



Structure attributes must be viewed using STN Express query preparation. 



L9 462 SEA FILE=REGISTRY SUB=L5 SSS FUL L7 

Lll 7 SEA FILE=HCAPLUS SPE=ON ABB=ON PLU=ON L9 

L12 30 SEA FILE=HCAPLUS SPE=ON ABB=ON PLU=ON GOBLE S?/AU 

L13 18995 SEA FILE=HCAPLUS SPE=ON ABB=ON PLU=ON YANG L?/AU 

LI 4 76 01 SEA FILE=HCAPLUS SPE=ON ABB=ON PLU=ON ZHOU C?/AU 

L15 22 SEA FILE=HCAPLUS SPE=ON ABB=ON PLU=ON KOTHANDARAMAN S?/AU 

L16 18 SEA FILE=HCAPLUS SPE=ON ABB=ON PLU=ON GUIADEEN D7/AU 

LI 7 53 SEA FILE=HCAPLUS SPE=ON ABB=ON PLU=ON BUTORA G7/AU 

LI 8 2 SEA FILE=HCAPLUS SPE=ON ABB=ON PLU=ON PASTEMAK A? / AU 

L19 794 SEA FILE=HCAPLUS SPE=ON ABB=ON PLU=ON MILLS S7/AU 

L20 27313 SEA FILE=HCAPLUS SPE=ON ABB=ON PLU=ON (L12 OR L13 OR L14 OR 

L15 OR L16 OR L17 OR L18 OR L19) 
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GOBLE S?/AU 


L13 


18995 


SEA 


FILE=HCAPLUS SPE=ON 


ABB=ON 


PLU= 


=ON 


YANG L?/AU 


L14 


7601 


SEA 


FILE=HCAPLUS SPE=ON 


ABB=ON 


PLU= 


=ON 


ZHOU C?/AU 


Lib 


22 


SEA 


FILE=HCAPLUS SPE=ON 


ABB=ON 


PLU= 


=ON 


KOTHANDARAMAN J 


L16 


18 


SEA 


FILE=HCAPLUS SPE=ON 


ABB=ON 


PLU= 


=ON 


GUIADEEN D?/AU 


L17 


53 


SEA 


FILE=HCAPLUS SPE=ON 


ABB=ON 


PLU= 


=ON 


BUTORA G?/AU 


L18 


2 


SEA 


FILE=HCAPLUS SPE=ON 


ABB=ON 


PLU= 


=ON 


PASTEMAK A?/AU 


L19 


794 


SEA 


FILE=HCAPLUS SPE=ON 


ABB=ON 


PLU= 


=ON 


MILLS S?/AU 


L20 


27313 


SEA 


FILE=HCAPLUS SPE=ON 


ABB=ON 


PLU= 


=ON 


(L12 OR L13 OR 






L15 


OR L16 OR L17 OR L18 


OR L19) 








L23 


131 


SEA 


FILE=WPIX SSS FUL L7 










L24 


3 


SEA 


FILE=WPIX SPE=ON ABB=ON PLU=ON 


L23/DCR 


L25 


3 


SEA 


FILE=WPIX SPE=ON ABB=ON PLU=ON 


L2 0 AND L2 4 
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L30 ANSWER 1 OF 6 HCAPLUS COPYRIGHT 2009 ACS on STN DUPLICATE 1 
ACCESSION NUMBER: 2005:1328611 HCAPLUS Full-t ext 

DOCUMENT NUMBER: 144:69 736 

TITLE: Preparation of tetrahydropyranyl 

cyclopentylcarboxamide modulators of chemokine 
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INVENTOR (S) : 

PATENT ASSIGNEE(S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



receptor activity 
Yang, Lihu; Mills, Sander G. , 
Jiao, Richard 
Merck & Co., Inc, USA 
PCT Int. Appl., 45 pp. 
CODEN: PIXXD2 
Patent 
English 



PATENT NO. 



APPLICATION NO. 



WO 


2005120505 




A2 




20051222 




WO 


2005- 


-US13754 




20050422 


WO 


2005120505 




A3 




20060608 


















W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


. AZ, 


BA, 


. BB 


, BG, 


BR, 


BW, 


BY, 


BZ, CA, CH, 




CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


, DK, 


DM, 


. DZ 


, EC, 


EE, 


EG, 


ES, 


FI, GB, GD, 




GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


, IL, 


IN, 


IS 


, JP, 


KE, 


KG, 


KM, 


KP, KR, KZ, 




LC, 


LK, 


LR, 


LS, 


LT , 


LU, 


. LV, 


MA, 


. MD 


, MG, 


MK, 


MN, 


MW, 


MX, MZ, NA, 




NI, 


NO, 


NZ, 


OM, 


PG, 


PH, 


, PL, 


PT, 


. RO 


, RU, 


SC, 


SD, 


SE, 


SG, SK, SL, 




SM, 


SY, 


TJ, 


TM, 


TN, 


TR, 


, TT, 


TZ, 


. UA 


, UG, 


US, 


UZ, 


VC, 


VN, YU, ZA, 




ZM, 


ZW 




























RW: BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


, MZ, 


NA, 


. SD 


, SL, 


SZ, 


TZ, 


UG, 


ZM, ZW, AM, 




AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


, TJ, 


TM, 


. AT 


, BE, 


BG, 


CH, 


CY, 


CZ, DE, DK, 




EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


, HU, 


IE, 


. IS 


, IT, 


LT, 


LU, 


MC, 


NL, PL, PT, 




RO, 


SE, 


SI, 


SK, 


TR, 


BF, 


, BJ, 


CF, 


. CG 


, CI, 


CM, 


GA, 


GN, 


GQ, GW, ML, 




MR, 


NE, 


SN, 


TD, 


TG 




















AU 


2005251678 




Al 




20051222 




AU 


2005- 


-251678 




20050422 


CA 


2564499 






Al 




20051222 




CA 


2005- 


-2564499 




20050422 


EP 


1742915 






A2 




200'/ 0117 




EP 


2005- 


-784477 




20050422 


CN 


1972913 






A 




20070530 




CN 


2005- 


-80013054 




20050422 


JP 


2007534756 




T 




200' 


/1129 




JP 


2007- 


-510819 




20050422 


IN 


2006DN06 


022 




A 




200' 


70831 




IN 


2006- 


-DN6022 




20061016 


US 


20080021061 




Al 




2001 


30124 




US 


2006- 


-5872! 


38 




20061023 


US 


7557124 






B2 




20090707 

















PRIORITY APPLN. INFO. 



OTHER SOURCE (S) : 
ED Entered STN: 



CASREACT 144:69736 
22 Dec 2005 



US 2004-565380P 
WO 2005-US13754 
: MARPAT 144:69736 



20040426 
20050422 



R« R/ 



Rl6->^g^.R4 ] . 




AB Title compds. I [Y = O, S, S02, (un) substituted amino, etc.; Z = C or N; Rl = 
sulf onylalkyl, alkylamino, sulf onylamino, etc.; R2 = H, OH, halo, alkyl, etc.; 
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R3 = H, (fluoro) alkyl, hydroxy, etc.; ; R4 = H, ( f luoro ) alkyl , Ph, etc.; R5 = 
alkyl, alkoxy, pyridyl, etc.; R6 = H, alkyl, Ph, etc.; R7 = H or 
(un) substituted alkyl; R8 = H, OH, F, etc., or R7R8 = cyclyl; R9 = H, OH, 
(un) substituted alkyl, alkyloxy, etc., or R8R9 = cyclyl; RIO = H, F, 
cycloalkyloxy, (un) substituted alkyloxy, ( fluoro ) alkyl , or R8R10 = cyclyl; 
R15, R16 = independently H, OH, (un) substituted alkyl, etc.; n = 0-2] and 
their pharmaceutically acceptable salts were prepared and disclosed as 
modulators of chemokine receptor activity (no data) . Thus, II was prepared by 
condensation of tetrahydro-4H-pyran-4-one with the corresponding amino 
cyclopentyl precursor (preparation given). These compds . are useful as 
modulators of the chemokine receptor for the prevention or treatment of 
certain inflammatory and immunoregulatory disorders, such as rheumatoid 
arthritis (no data) . 
IT 63324S--5I---4P 633246--SS--3P 633273- 51 --7P 
693273 >2 Bl 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of tetrahydropyranyl cyclopentylcarboxamide modulators of 
chemokine receptor activity) 
RN 693246-51-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- [ ( 1- 
methylethyl) sulfonyl] -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



CF3 




RN 693246-68-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
(methylsulfonyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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o 




RN 693273-51-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 

(methylsulf onyl) -3- [ (tetrahydro-3-methyl-2H-pyran-4-yl ) amino] -, (3R) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 




RN 693273-52-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
(methylsulf onyl ) -3- [methyl (tetrahydro-3-methyl-2H-pyran-4-yl) amino] -, 
(3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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IT 693246-45-6P 633246-48-91? 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 



(preparation of tetrahydropyranyl cyclopentylcarboxamide modulators of 
chemokine receptor activity) 



RN 693246-45-6 HCAPLUS 

CN Carbamic acid, [ (1R) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- 

(methylthio) cyclopentyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 



RN 693246-48-9 HCAPLUS 

CN Carbamic acid, [ (lR)-3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- 

(methylsulfonyl) cyclopentyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 





REFERENCE COUNT: 



2 



THERE ARE 2 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L3 0 ANSWER 2 OF 6 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



HCAPLUS 



143 : 172854 

Alkylamino, arylamino, and sulfonamide cyclopentane 
amide modulators of chemokine receptor activity 
Gobi©, Stephen D. ; Yang, Lihu; 

; « 0 
•.>.;.s.:-..-. •. :>:'.. ; vOi Deotiialsingh; 

Busora. Gsfoor; Pasternak, Alexander; 
Mills,. Sandar G, 
Merck & Co., Inc., USA 
PCT Int. Appl., Ill pp. 
CODEN: PIXXD2 
Patent 
English 



,US COPYRIGHT 2009 ACS on STN DUPLICATE 2 
2005:673016 HCAPLUS Full -text 



INVENTOR (S) : 



PATENT ASSIGNEE (S) 
SOURCE: 



DOCUMENT TYPE: 
LANGUAGE : 
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FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



Serial No.: 10/585,232 



PATENT NO. 






KIND 


DATE 






APPLICATION : 


NO. 




DATE 


WO 


2005067502 




A2 




20050728 




WO 2004- 


■US43777 




20041229 


WO 


2005067502 




A3 




20050915 
















W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, BG, 


BR, 


BW, 


BY, 


BZ, CA, CH, 




CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, EC, 


EE, 


EG, 


ES, 


FI, GB, GD, 




GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, JP, 


KE, 


KG, 


KP, 


KR, KZ, LC, 




LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD , 


MG, MK, 


MN, 


MW, 


MX, 


MZ, NA, NI, 




NO, 


NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, SC, 


SD, 


SE, 


SG, 


SK, SL, SY, 




TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, UZ, 


VC, 


VN, 


YU, 


ZA, ZM, ZW 




RW: BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


NA, 


SD, SL, 


SZ, 


TZ, 


UG, 


ZM, ZW, AM, 




AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, BE, 


BG, 


CH, 


CY, 


CZ, DE, DK, 




EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IS, IT, 


LT, 


LU, 


MC, 


NL, PL, PT, 




RO, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, CI, 


CM, 


GA, 


GN, 


GQ, GW, ML, 




MR, 


NE, 


SN, 


TD, 


TG 


















AU 


20043134 


86 




Al 




20050728 




AU 2004- 


■3134 


86 




20041229 


CA 


2551869 






Al 




20050728 




CA 2004- 


-2551869 




20041229 


EP 


1701724 






A2 




20060920 




EP 2004- 


■815779 




20041229 




R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, IT, 


LI, 


LU, 


NL, 


SE, MC, PT, 




IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


CY, 


TR, 


BG, CZ, 


EE, 


HU, 


PL, 


SK, IS 


CN 


1897941 






A 




20070117 




CN 2004- 


■8003 


8562 




20041229 


JP 


2007519633 




T 




20070719 




JP 2006- 


■547521 




20041229 


IN 


2006DN03272 




A 




20070420 




IN 2006- 


■DN3272 




20060607 


US 


20070117797 




Al 




20070524 




US 2006- 


■585232 




20060630 


XITY APPLN. 


INFO 














US 2004- 


■5338 


92P 




P 20040102 




















WO 2004- 


■US43777 




W 20041229 



OTHER SOURCE(S): CASREACT 143:172854; MARPAT 143:172854 

ED Entered STN: 29 Jul 2005 

GI 



R 16 RlO R 6 




II 



AB Title compds. I [Z = N, C, where no more than two Z are N; Rl = OH, CN, 

(un) substituted alkyl/alkyl, Ph, etc.; when Z attached to R2 is N, R2 = absent 
or O; and when Z attached to R2 is C, R2 = H, (un) substituted alkyl, alkoxy; 
when Z attached to R3 is N, R3 = absent or O; and when Z attached to R3 is C, 
R3 = H, OH, halo, (un) substituted alkyl, etc.; when Z attached to R4 is N, R4 = 
absent or O; and when Z attached to R2 is C, R2 = H, (un) substituted alkyl, 
alkoxy; R5 = (un) substituted alkyl, alkylcarbonyl , Ph, etc.; when Z attached 
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to R6 is N, R4 = absent or 0; and when Z attached to R6 is C, R6 = H, 
(un) substituted alkyl, alkoxy; R7 = H, (un) substituted alkyl, Ph, 
heterocyclyl; R8 = (un) substituted alkyl, Ph, pyridyl, etc.; RIO, R16 = 
independently (:0), H, Ph, (un) substituted alkyl; R15 = H, alkyl; or R2 and 
R15 join together to form a carbocycle or heterocycle; X = (CH2)n; n = 0-1; 
and their pharmaceutically acceptable salts and individual diastereomers ] were 
prepared as chemokine receptor, particularly CCR2, modulators. For example, 
II was prepared in 3 steps starting from 3-trif luoromethyl-5, 6, 7, 8-tetrahydro- 
1 , 6-naphthyridine (preparation given). I bound to CCR2 receptor in a binding 
and chemotaxis assay with an IC50 of less than about 1 uM. The invention is 
directed to the pharmaceutical compns. comprising these compds . and the use of 
these compds. and compns. in the prevention or treatment of such diseases in 
which chemokine receptors are involved, such as inflammatory and 
immunoregulatory disorders, allergic diseases, atopic conditions, rheumatoid 
arthritis, etc. (no data). 

Si 8SC h 13 01 860796-15-2P 
■■■«6-i7-4P 860796-19-6P 860796-20-9P 



8607SS-24-3P 
8S07 3S-27-6P 
86079S-78---7P 
86079S--81.--2P 



860796-28- 
860796-79- 



7SS- 



860796- 
860796- 



796- 



860796- 

860786-90-3P 
860786-93-6P 
860796--96-9P 

860796- 99-2P 

860797- 02-QP 
860797-G6-4P 
860737-Q9-7P 
860737-12-2P 



860796-85-SP 
860796-88-9P 
860796-91-4P 
860796-94-7P 

860796- 97-0P 

860797- 00-8P 
860797-03-1P 
860797-Q7-5P 
860797-10-OP 
860797-13-3P 



-7P 



860796-89-0P 
860796-92-5P 
860796-95-8P 

860796- 98-1P 

860797- 01-SP 
860797-05-3P 
860797-08-6P 
860797-11-1P 
860797-30-4P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; preparation of benzylamino 

N- (tetrahydronaphthyridinyl) cyclopentane amide modulators of chemokine 
receptor activity) 
RN 860796-11-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis ( trif luoromethyl ) phenyl ] methyl ] -3- [ [ ( 4- 
fluorophenyl) methyl] amino] -1- ( 1-methylethyl ) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 860796-13-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (phenylmethyl ) amino] -, (1S,3R)- (CA INDEX NAME) 
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RN 860796-15-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [ ( 4- 
chlorophenyl) methyl] amino] -1- ( 1-methylethyl ) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 860796-17-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ [ [4- (methylthio) phenyl ] methyl ] amino] -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 860796-19-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ [ [4- (methylsulf onyl ) phenyl ] methyl ] amino] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 
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Me' 




RN 860796-20-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methyl ethyl ) -3- [ [ [ 4 ' - (trif luoromethyl) [1,1' -biphenyl ] -4-yl ] methyl ] amino] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 860796-21-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[[(4'-fluoro[l,l' -biphenyl ] -4-yl ) methyl] amino] -1- ( 1 -methyl ethyl ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 860796-22-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [ (2- 
chlorophenyl)methyl]amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




,CF3 



O 





F 
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RN 860796-23-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [ (3- 
chlorophenyl) methyl] amino] -1- ( 1-methylethyl ) -, (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 860796-24-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [ (2- 
methoxyphenyl)methyl]amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




860796-25-4 HCAPLUS 

Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [ (3- 
methoxyphenyl) methyl] amino] -1- (1-methylethyl) -, (1S,3R)- (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 860796-26-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [ ( 4- 
methoxyphenyl) methyl] amino] -1- ( 1-methylethyl ) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



MeO. 




RN 860796-27-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (2-pyridinylmethyl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 860796-28-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ ( 3-pyridinylmethyl ) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 860796-75-4 HCAPLUS 

CN Cyclopentanecarboxamide, 1- [2- ( acetylamino ) -4-thiazolyl ] -N- [ [3,5- 

bis (trif luoromethyl ) phenyl ] methyl] -3- [ [ ( 4-chlorophenyl ) methyl ] amino] -, 
hydrochloride (1:?) (CA INDEX NAME) 



AcNH. 




#x HC1 



RN 860796-78-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl) -3- (methylamino) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 860796-79-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [1- 
(3, 5-dimethoxyphenyl) ethyl] amino] -1- ( 1-methylethyl ) -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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OMe 



Met 




,CF3 



RN 860796-80-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ [ (2, 4-dimethoxyphenyl) methyl] amino] -1- ( 1-methylethyl ) -, (IS, 3R) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 860796-81-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ [ (3, 4-dimethoxyphenyl (methyl] amino] -1- ( 1-methylethyl ) -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 860796-82-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [1- 
(3, 4-dimethoxyphenyl) ethyl] amino] -1- (1-methylethyl) -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



MeO. 




OMe 
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OMe 



MeO, 




,CF3 



RN 860796-83-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis ( tr if luoromethyl ) phenyl ] methyl ] -3- [ [1- 
(4-methoxyphenyl) ethyl] amino] -1- (1-methylethyl) -, (1S,3R)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 



RN 860796-84-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

[ ethyl (phenylmethyl) amino] -1- (1-methylethyl) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 860796-85-6 HCAPLUS 

CN Cyclopentanecarboxamide, 3- [bis (phenylmethyl) amino] -N- [ [3, 5- 

bis(trifluoromethyl)phenyl]methyl]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



MeO. 




Ph 
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.Ph 



RN 860796-86-7 HCAPLUS 

CN Benzenesulfinic acid, 4- [ [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 
methylethyl) cyclopentyl] amino] methyl] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 860796-87-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- t ( 1-methylethyl ) (phenylmethyl) amino] -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 860796-88-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [[(2,4, 6-trimethoxyphenyl ) methyl ] amino] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



,Ph 
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MeO, 




.OMe 



,CF 3 



RN 860796-89-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ [ (3,5-dimethoxyphenyl)methyl]amino]-l-(l-methylethyl)-, (1S,3R)- (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 860796-90-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ [ ( 2, 3-dimethoxyphenyl) methyl] amino] -1- ( 1-methylethyl ) -, (1S,3R)- (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 860796-91-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [ (3- 
iodophenyl)methyl]amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



OMe 
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,CF3 



RN 860796-92-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [ (3- 
fluorophenyl) methyl] amino] -1- ( 1-methylethyl ) -, (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 860796-93-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ [ (3, 4-difluorophenyl)methyl]amino]-l-(l-methylethyl)-, (1S,3R)- (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 860796-94-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [ [4- 
(dimethylamino) phenyl] methyl] amino] -1- ( 1-methylethyl ) -, ( IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 




F 
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Me2N, 




RN 860796-95-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ ( 1-naphthalenylmethyl) amino] -, (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 860796-96-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ [ 1- ( 1-naphthalenyl ) ethyl ] amino ] -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 860796-97-0 HCAPLUS 

CN Benzeneacetic acid, a- [ [ ( 1R, 3S ) -3- [ [ [ [3 , 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 
methylethyl) cyclopentyl] amino] -, methyl ester, (aS)- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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•OMe 



RN 860796-98-1 HCAPLUS 

CN Benzeneacetic acid, a- [ [ ( 1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 
methylethyl) cyclopentyl] amino] -, methyl ester, (ctR)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 



RN 860796-99-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [(1,2,3, 4-tetrahydro-l-naphthalenyl) amino] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 860797-00-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [ ( 2- 
bromophenyl) methyl] amino] -1- ( 1-methylethyl ) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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,CF 3 



RN 860797-01-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [ ( 2- 
fluorophenyl) methyl] amino] -1- ( 1-methylethyl ) -, (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 860797-02-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [ (4- 
bromophenyl ) methyl] amino] -l-( 1-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 860797-03-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ [ [ 4- 
chloro-3- (trif luoromethyl ) phenyl ] methyl ] amino] -1- (1-methylethyl) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




B] 
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CF3 




RN 860797-05-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [[(3,4, 5-trimethoxyphenyl ) methyl ] amino] -, (IS, 3R) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 



OMe 




RN 860797-06-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (2- 
hydroxyethyl) (phenylmethyl) amino] -1- (1-methylethyl) -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 860797-07-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ [ ( 2-nitrophenyl ) methyl ] amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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,CF 3 



RN 860797-08-6 HCAPLUS 

CN Cyclopentanecarboxamide, 3- [ [ [4- (aminosulf onyl ) phenyl ] methyl] amino] -N- 

[ [3, 5-bis ( trifluoromethyl) phenyl] methyl] -1- (1-methylethyl) -, (IS, 3R) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 860797-09-7 HCAPLUS 

CN Cyclopentanecarboxamide, 3 - [ ( 1 , 3-benzodioxol-5-ylmethyl ) amino] -N- [ [3,5- 

bis(trifluoromethyl)phenyl]methyl]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 860797-10-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trifluoromethyl ) phenyl ] methyl ] -3- 
[ [ ( 2, 4-dichlorophenyl) methyl] amino] -l-( 1-methylethyl)-, (1S,3R)- (CA 
INDEX NAME) 

Absolute stereochemistry. 




5v/° 



'3 
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RN 860797-11-1 HCAPLUS 

CN Cyclopentanecarboxamide, 3- [ ( [1, 1 '-biphenyl] -2-ylmethyl ) amino] -N- [ [3,5- 

bis(trifluoromethyl)phenyl]methyl]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 




RN 860797-12-2 HCAPLUS 

CN Cyclopentanecarboxamide, 3- [ ( [1, 1 ' -biphenyl] -3-ylmethyl ) amino ] -N- [ [3,5- 

bis(trifluoromethyl)phenyl]methyl]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 860797-13-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ [ [3, 5-bis (trifluoromethyl)phenyl]methyl] amino] -1- ( 1-methylethyl ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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CF3 




,CF3 



RN 860797-30-4 HCAPLUS 

CN Alanine, N- [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 
methylethyl) cyclopentyl] -, methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



IT 693245-66-8P 693245-67-9P 

RL: IMF (Industrial manufacture); SPN (Synthetic preparation); PREP 
(Preparation) 



(intermediate; preparation of benzylamino 

N- (tetrahydronaphthyridinyl) cyclopentane amide modulators of chemokine 
receptor activity) 



RN 693245-66-8 HCAPLUS 

CN Carbamic acid, [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] carbonyl ] -3- ( 1- 

methylethyl) cyclopentyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 



RN 693245-67-9 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-N- [ [3, 5- 

bis(trifluoromethyl)phenyl]methyl]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




o 
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NH2 



IT S9324S--63--SF 8S07S7-34--SP 860797-35--SP 
860737--36-0P 860797 --37-- 1? 860737-38--2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 



(intermediate; preparation of benzylamino 

N- (tetrahydronaphthyridinyl ) cyclopentane amide modulators of chemokine 
receptor activity) 



RN 693245-63-5 HCAPLUS 

CN Carbamic acid, [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1] -3- ( 1 -hydroxy- 1- 
methylethyl) cyclopentyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 860797-34-8 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-N- [ [ 3 , 5- 

bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1-hydroxy-l -methyl ethyl ) -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 860797-35-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxy-l-methylethyl) -3- [ [ ( 2-nitrophenyl ) sulfonyl] amino] -, (IS, 3R) - (CA 
INDEX NAME) 





# HC1 
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Absolute stereochemistry. 



F 3 C. 




RN 860797-36-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl ) -3- [methyl [ ( 2-nitrophenyl ) sulfonyl] amino] -, (IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 860797-37-1 HCAPLUS 

CN Carbamic acid, [ ( 1R, 3S ) -3- [ [ [ [ 2- ( 1 , 1-dimethylethoxy ) -5- 
(trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 

methylethyl) cyclopentyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 



RN 860797-38-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [2- (1, 1-dimethylethoxy) -5- 

(trif luoromethyl) phenyl] methyl] -1- ( 1-methylethyl ) -3- [(2,2,2- 
trifluoroacetyl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




,CF3 
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.CF 3 



IT 102S820-47-Q 1023B20-58-3 I029822-79-4 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of benzylamino N- (tetrahydronaphthyridinyl ) cyclopentane amide 
modulators of chemokine receptor activity) 
RN 1029820-47-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
(ethylamino) -1- ( 1-methylethyl ) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 1029820-58-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (1-methylethyl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 1029822-79-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (2- 
hydroxyethyl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




o 
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IT S60797-45-1P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of benzylamino N- (tetrahydronaphthyridinyl ) cyclopentane amide 
modulators of chemokine receptor activity) 
RN 860797-45-1 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-N- [ [ 3 , 5- 

bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1 -methyl ethyl ) -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




# HC1 
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AB The title compds . (I) [wherein: X = O, NR20, S, SO, S02, CR21R22, NSO2R20, 
NCOR20, NCO2R20, CR21CO2R20, CR21OCOR20, CO, OC(Me)20 (where R20 = H, Cl-6 
alkyl, benzyl, Ph, C3-6 cycloalkyl, etc.; R21, R22 = H, HO, Cl-6 alkyl, Cl-6 
alkoxy, benzyl, Ph, C3-6 cycloalkyl, etc.); Rl = Cl-6 alkyl, Cl-6 alkoxy-CO-6 
alkyl, Cl-6 alkyl-S (O) 0-2-C0-6-alkyl, N- (un) substituted Cl-6 

alkylaminosulfonyl-C0-6alkyl, -(C0-6 alkyl) (C3-7 cycloalkyl) (CO-6 alkyl), HO, 
CO2R20, heterocyclyl, cyano, NR20R26, NR26SO2R20, NR26COR21, OCOR20, Ph (where 
R26 = H, Cl-6 alkyl, benzyl, Ph, etc.); R2, R4, R6 = H, Cl-6 alkyl, CF3, CF30, 
CI, Br, Ph; R3 = H, HO, halo, Cl-6 alkyl, Cl-6 alkoxy, , NR20R21, NR20CO2R21, 
NR2 0CONR2 0OR21, NR20SO2NR20R21, NR20SO2R21, heterocyclyl, cyano, CONR20R21, 
CO2R20, N02, SR20, SOR20, SO2R20, SO2NR20R21: R5 = Cl-6 alkyl substituted with 
1-6 F and optionally substituted with HO, Cl-6 alkoxy or CO-C1-6 alkyl each 
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substituted with 1-6 fluoro, Cl-6 alkylthio, pyridyl, F, CI, Br, Ph; R7 = H, 
Cl-6 alkyl, CF3; R8, R9, RIO = H, (un) substituted Cl-6 alkyl; or R7 and R8 or 
R8 and R9 may be joined together to form a ring; Rll = H, Cl-6 alkyl, CF3; 
R27, R28 = oxo, H, Ph, (un) substituted Cl-6 alkyl; R29, R30, R31 = H, Me, HO, 
CF3, MeO, CF30; or R29 and R9 are connected by a Cl-3alkyl bridge; m, n = 0-2; 
the dashed line = a single or a double bond] and pharmaceutically acceptable 
salts thereof and individual diastereomers thereof are prepared These compds . 
are useful as modulators of the chemokine receptor CCR-2 for (a) treating, 
ameliorating or controlling or reducing the risk of an inflammatory or 
immunoregulatory disorder or disease or (b) treating, ameliorating or 
controlling rheumatoid arthritis (no data) . Thus, reductive amination of N- 
[3, 5-bis (trif luoromethyl ) benzyl] -3-oxo-l- isopropylcyclopentane-l-carboxamide 
with 4-aminotetrahydro-4H-pyran hydrochloride using triacetoxyborohydride in 
the presence of diisopropylethylamine in CH2C12 at room temperature overnight 
gave 46% N- [3, 5-bis (trif luoromethyl) benzyl] -3- (tetrahydro-4H-pyran-4-ylamino) - 
oxo-1- isopropylcyclopentane-l-carboxamide (II). 

IT 1055897-33-0 

RL: PRPH (Prophetic) 

(Preparation of 3- (tetrahydropyranylamino) cyclopentanecarboxylic acid 
N-benzylamide derivatives and related compounds as modulators of 
chemokine receptor activity) 

RN 1055897-33-0 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-methylethyl ) -N- (phenylmethyl ) -3- [ (tetrahydro- 
2H-pyran-4-yl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



S33246--2S--3P 
S3324S--9S--7P 



-6P 



693246- 67-2P 

693247- 21-1P 



VP 



^324S-78~XP 

693248- 9X-8P 
633248-95-2P 

693249- 63-3P 



693248™79~2P 

693248- 92-9P 

693249- 67-lP 
693249-7Q-6P 



S33248--34-1P 
693243-68-2P 
693283-48-6P 

RL: PAC (Pharmacological activity); PUR (Purification or recovery); SPN 

(Synthetic preparation); THU (Therapeutic use); BIOL (Biological study); 

PREP (Preparation); USES (Uses) 

(preparation of N-benzyl (tetrahydropyranylamino) cyclopentanecarboxamide 
derivs. and related compds. as modulators of chemokine receptor CCR-2 
for treating inflammatory or immunoregulatory disorders or diseases or 
rheumatoid arthritis) 

693246-26-3 HCAPLUS 

Cyclopentanecarboxamide, N- [ [3-f luoro-5- (trif luoromethyl ) phenyl ] methyl ] -1- 
( 1 -hydroxy- 1 -methyl ethyl ) -3- [ [tetrahydro-3- (trif luoromethyl ) -2H-pyran-4- 
yl] amino]-, (1S,3R)- (CA INDEX NAME) 



Absolute stereochemistry. 
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, F 



RN 693246-66-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (IS, 3R) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 693246-67-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxy-l-methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (1R, 3S) - (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 693246-96-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 2- 
hydroxy-1, 1-dimethylethyl ) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, 
(1R, 3S) -rel- (+) - (CA INDEX NAME) 

Rotation (+) . Absolute stereochemistry unknown. 




,CF 3 
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RN 693246-97-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (2- 
hydroxy-1, 1-dimethylethyl ) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, 
(IS, 3R) -rel- (-) - (CA INDEX NAME) 

Rotation (-) . Absolute stereochemistry unknown. 



RN 693247-21-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3-methyl-2H-pyran-4-yl) amino] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693247-23-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
ethyltetrahydro-2H-pyran-4-yl) amino] -1- ( 1-methylethyl ) -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693247-25-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
fluorotetrahydro-2H-pyran-4-yl) amino] -1- ( 1-methylethyl ) -, (IS, 3R) - (CA 
INDEX NAME) 
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RN 693247-27-7 HCAPLUS 

CN Pentitol, 1, 5-anhydro-3- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 

methyl ethyl ) cyclopentyl ] amino] -4-C- (trif luoromethyl ) -2 , 3-dideoxy- ( 9CI ) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 693247-88-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
f luorotetrahydro-2H-pyran-4-yl ) amino] -1- ( 1-hydroxy-l -methyl ethyl ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



o 




RN 693248-78-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 

hydroxy-l-methylethyl) -3- [ [ (3S, 4S ) -tetrahydro-3- (trif luoromethyl ) -2H-pyran- 
4-yl] amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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HO Me 




.CF 3 



RN 693248-79-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 

hydroxy-l-methylethyl) -3- [ [ (3R, 4R) -tetrahydro-3- (trif luoromethyl ) -2H-pyran- 
4-yl] amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693248-81-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxy-l-methylethyl) -3- [methyl (9-syn) -3-oxabicyclo [3.3.1] non-9-ylamino ] - 
, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693248-91-8 HCAPLUS 

CN [1,1' -Bicyclopentyl ] -1-carboxamide, 

N- [ [3, 5-bis (trifluoromethyl)phenyl]methyl] -1 '-hydroxy-3- [ (tetrahydro-2H- 
pyran-4-yl) amino] -, ( 1R, 3S ) -rel- ( + ) - (CA INDEX NAME) 

Rotation (+) . Absolute stereochemistry unknown. 





Me 
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o 




RN 693248-92-9 HCAPLUS 

CN [1,1' -Bicyclopentyl ] -1-carboxamide, 

N- [ [3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1 ' -hydroxy-3- [ (tetrahydro-2H- 
pyran-4-yl) amino] -, ( IS, 3R) -rel- (-) - (CA INDEX NAME ) 

Rotation (-). Absolute stereochemistry unknown. 



o 




RN 693248-94-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxycyclobutyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (lR,3S)-rel-(+)- 
(CA INDEX NAME) 

Rotation (+) . Absolute stereochemistry unknown. 




RN 693248-95-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxycyclobutyl ) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (IS, 3R) -rel- (-) - 
(CA INDEX NAME) 

Rotation (-) . Absolute stereochemistry unknown. 
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RN 693249-67-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ [ (2R, 4R) -tetrahydro-2-methyl-2H-pyran-4-yl ] amino] -, 
(1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693249-68-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ [ (2R, 4S ) -tetrahydro-2-methyl-2H-pyran-4-yl ] amino] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693249-69-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ [ (2S, 4S ) -tetrahydro-2-methyl-2H-pyran-4-yl ] amino] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




o 




0 
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RN 693249-70-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ [ (2S, 4R) -tetrahydro-2-methyl-2H-pyran-4-yl] amino] -, 
(1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693283-48-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 

hydroxy-1 -methyl ethyl ) -3- [methyl ( 9 -anti ) -3-oxabicyclo [3.3.1] non-9-ylamino ] - 
, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



IT o - — >3 ; 6 ; 94-2P 693246-15-0P 
6 3 3 2 4 6 - 3 7 - 6P 6 & 3 2 4 6-87-6P 693248-45-2P 
SS3248-4S-3P S3324.9-08-0P 693249-12-6P 
* * 693249-25-1P 

69324 9-30-S5? S93249-31-9P 693249-32-0P 
693249-50-2P 633250-23-2P 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of N-benzyl (tetrahydropyranylamino) cyclopentanecarboxamide 
derivs. and related compds . as modulators of chemokine receptor CCR-2 
for treating inflammatory or immunoregulatory disorders or diseases or 
rheumatoid arthritis) 
RN 693245-93-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX NAME) 



o 
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1 — NH— CH2- 




RN 693245-94-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [methyl (tetrahydro-2H-pyran-4-yl) amino] -, (1R, 3S) -rel- (CA 
INDEX NAME ) 

Relative stereochemistry. 



RN 693246-15-0 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-hydroxy-l-methylethyl ) -N- [ [3-iodo-5- 

(trifluoromethyl)phenyl]methyl] -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693246-37-6 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-hydroxy-l-methylethyl ) -3- [ (tetrahydro-2H- 
pyran-4-yl) amino] -N- [ [3- (trif luoromethyl) -5- 

(trimethylstannyl) phenyl] methyl] -, (1S,3R)- (CA INDEX NAME) 
Absolute stereochemistry. 
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RN 693246-87-6 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [1- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- [ (tetrahydro-2H-pyran- 
4-yl) amino] cyclopentyl] -4-hydroxy-, phenylmethyl ester (CA INDEX NAME) 




RN 693248-45-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 

cyano-3- [methyl (tetrahydro-2H-pyran-4-yl) amino] -, (lR,3S)-rel- (CA INDEX 
NAME) 

Relative stereochemistry. 




RN 693248-46-3 HCAPLUS 

CN 1 , 1-Cyclopentanedicarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] - 
3- [methyl (tetrahydro-2H-pyran-4-yl) amino]-, (lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



Me O 




RN 693249-08-0 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ ( 1R, 3S ) -1- [ [ [ [ 3 , 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- [methyl (tetrahydro-2H- 
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pyran-4-yl) amino] cyclopentyl] -, phenylmethyl ester, rel- (CA INDEX NAME) 
Relative stereochemistry. 



RN 693249-12-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
( phenylmethyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] - (CA INDEX NAME) 



RN 693249-23-9 HCAPLUS 

CN Carbamic acid, [4- [1- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- [ (tetrahydro-2H-pyran- 
4-yl) amino] cyclopentyl] -2-thiazolyl] -, 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 



RN 693249-24-0 HCAPLUS 

CN Carbamic acid, [4- [1- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] carbonyl] -3- [methyl (tetrahydro-2H- 
pyran-4-yl) amino] cyclopentyl] -2-thiazolyl] -, 1 , 1-dimethylethyl ester (9CI) 
(CA INDEX NAME) 






Page 42 of 249 



Serial No.: 10/585,232 




RN 693249-25-1 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 2-amino-4-thiazolyl ) -N- [ [ 3 , 5- 

bis (trif luoromethyl ) phenyl ] methyl] -3- [methyl (tetrahydro-2H-pyran-4- 
yl) amino]- (CA INDEX NAME ) 




RN 693249-30-8 HCAPLUS 

CN Carbamic acid, [ 4- [ 1- [ [ [ [3-f luoro-5- 

(trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- [ (tetrahydro-2H-pyran-4- 
yl) amino] cyclopentyl] -2-thiazolyl] -, 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 




RN 693249-31-9 HCAPLUS 

CN Carbamic acid, [4- [1- [ [ [ [3-f luoro-5- 

(trif luoromethyl ) phenyl ] methyl ] amino] carbonyl ] -3- [methyl (tetrahydro-2H- 
pyran-4-yl) amino] cyclopentyl] -2-thiazolyl] -, 1 , 1-dimethylethyl ester (9CI) 
(CA INDEX NAME) 
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RN 693249-32-0 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 2-amino-4-thiazolyl ) -N- [ [3-fluoro-5- 

(trif luoromethyl ) phenyl ] methyl] -3- [methyl (tetrahydro-2H-pyran-4-yl ) amino] - 
(CA INDEX NAME) 




RN 693249-50-2 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 2-amino-4-thiazolyl ) -N- [ [ 3 , 5- 

bis (tr if luoromethyl ) phenyl ] methyl] -3- [methyl (tetrahydro-2H-pyran-4- 
yl) amino]-, hydrochloride (1:1) (CA INDEX NAME) 




# HC1 



RN 693250-29-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (lR,3S)-rel- (CA INDEX 
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NAME ) 
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Relative stereochemistry. 




633245--95--3P 6S3245-9S-4P S33245--97---5P 
633249-38-6P 693245- 33-7P 63324S-02-5F 



693246---74--1P 

o ov ?F 
633246-33-2P 
693246-8S-8P 



693247-26- SP 
^ ^ ^--^-^ 
69324? -33- 9P 
693247--36---SP 
SS3247--39--3P 
• -33 : * 3 
S33247--4S-8P 
633247-48-3P 



633247--58-4P 
693247-61 -3P 
693247-64-2P 



693247-71-lP 
693247-74-4J? 
633247-77-7P 
633247-39-2P 
33 

633247-37-9P 
693247-91-5P 
693247--84--SP 




633247-53-5P 
693247-62-0P 
693247-65-3P 




693246-64-9P 
693246-69-4P 
693246-73-0P 
693246-76-3P 
693246-79-6P 

693246- 82-1P 
S93246-88-7P 
S93246- 

693247- 1; 
693247-24-4P 
693247-29-9P 
693247-32-4P 
693247-35-7P 
693247-38-0P 
693247-42-6P 
693247-45-9P 
693247-48-2P 

? > n 



S0--8P 
j 5 63-1P 
93 S7-66-4P 
693247-70-0P 
S93247-73-3P 
S93247-7S-SF 
S33247--79---3P 
SS3247-S3-5P 
633247 -33-8P 
633247 -S0--4P 
-93-7P 
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-9P 



69324 8--06~8P 
69324S-42-9P 
&'33248"52"1P 
883248-53--8P 
6S3248-65-6P 
SS3248--75--8? 
S93248~80~5P 
633243-37-2P 

693248- 30-7P 
683248--82-4P 

693249- -0S--7P 



■;247 - 



2P 



633248-G1-0P 
SS3248-10--1P 
633248-47-4P 
S93248---5S--5P 
6S3248-61-2P 
S33848-68-9P 
693243-7 6- SP 
693248-85-0P 

693248- 88-3P 
683243"83"-i;P 
633249»Q3~5P 

693249- 10-4P 



Serial No.: 10/585,232 

593247- 99-3P 

593248- 05-4P 
SS3248--4U--2P 
493248-4S-6P 
843243 58 ?P 
633248-62-3P 
633248-72-5P 
63334S-77-0P 
833248-86-IP 
S33248-83-4P 
S33243-01-3P 
693249-04-6P 
693249-C7-9P 



33243 



^-45-5P 

, o ^ 

633249-65-9P 
633249-7S--1P 
693249-82-0P 
633843-S9~7P 
8832 4 9-92-2P 
S932 4 9-95-5P 



633249-59-1P 
633249»86~QP 
693249-76-2P 
693249-87-5P 
693249-5)0 -OP 
693243~93~3P 
693243-96-6P 
693249-99-9P 



693249-51-3P 
S93249-57-9P 
893249-63-7P 
693249-71-7P 
693249-81-9P 
693249-88-6P 
693249-91-1P 
693249-94-4P 

693249- 97-7P 

693250- 00-9P 
693250-03-2P 



693250-17-8P 693250-18-9P 
RL: PAC (Pharmacological act 
(Therapeutic use); BIOL (B: 
(Uses) 

(preparation of N-benzyl ( 
derivs. and related compd, 
for treating inflammatory 
rheumatoid arthritis) 
RN 693245-95-3 HCAPLUS 
CN Cyclopentanecarboxamide, N- [ 
[ethyl (tetrahydro-2H-pyran-4 
(CA INDEX NAME) 

Relative stereochemistry. 



ty) ; SPN (Synthetic preparation); THU 
logical study); PREP (Preparation); USES 

tetrahydropyranylamino ) cyclopentanecarboxamide 
. as modulators of chemokine receptor CCR-2 
or immunoregulatory disorders or diseases or 



[3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
-yl) amino] -1- ( 1-methylethyl ) -, (1R, 3S) -rel- 



Et O 

CF3 



RN 693245-96-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
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methylethyl) -3- [propyl (tetrahydro-2H-pyran-4-yl) amino] -, (1R, 3S) -rel- (CA 
INDEX NAME ) 

Relative stereochemistry. 



RN 693245-97-5 HCAPLUS 

CN Glycine, N- [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl ] amino] car bony 1 ] -3- ( 1- 

methylethyl ) cyclopentyl ] -N- (tetrahydro-2H-pyran-4-yl ) -, methyl ester, rel- 
(CA INDEX NAME) 

Relative stereochemistry. 



RN 693245-98-6 HCAPLUS 

CN 2H-Pyran-4-aminium, N- [ ( 1R, 3S ) -3- [ [ [ [ 3 , 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 

methylethyl ) cyclopentyl ] tetrahydro-N, N-dimethyl-, iodide (1:1), rel- (CA 
INDEX NAME) 

Relative stereochemistry. 



RN 693245-99-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 




o 





#1- 
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methylethyl ) -3- [methyloxido (tetrahydro-2H-pyran-4-yl ) amino] -, (1R, 3S) -rel- 
(CA INDEX NAME ) 

Relative stereochemistry. 



O O Me 

CF3 



RN 693246-02-5 HCAPLUS 

CN Cyclopentanecarboxamide, 1- (3-f luorophenyl) -N- [ [3-f luoro-5- 

(trif luoromethyl ) phenyl ] methyl ] -3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA 
INDEX NAME) 



RN 693246-03-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl] -1- (3- 
f luorophenyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX NAME) 



RN 693246-04-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-f luoro-5- (trif luoromethyl ) phenyl ] methyl ] -1- 
(3-methoxyphenyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] - (CA INDEX NAME) 
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RN 693246-05-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 
methoxyphenyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX NAME ) 



M 'X5 • X 

IH ^J_LnH-CH 2 — U^Jl^ 



RN 693246-06-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-fluoro-5- (trif luoromethyl ) phenyl ] methyl ] 
[ (tetrahydro-2H-pyran-4-yl) amino] -1- ( 2-thienyl ) - (CA INDEX NAME) 



CF3 

°C^X- NH^^^LnH- CH2— C^L F 



RN 693246-07-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (tetrahydro-2H-pyran-4-yl) amino] -1- (2-thienyl)- (CA INDEX NAME) 



__ CF 3 

l3Lnh^^^ I Lnh-ch 2 _[T^ cf3 



RN 693246-08-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-fluoro-5- (trif luoromethyl ) phenyl ] methyl ] 
[ (tetrahydro-2H-pyran-4-yl) amino] -1- ( 3-thienyl ) - (CA INDEX NAME) 



S CF 3 



RN 693246-09-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (tetrahydro-2H-pyran-4-yl) amino] -1- (3-thienyl) - (CA INDEX NAME) 
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NH— CH2 LL 




RN 693246-10-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-fluoro-5- (trif luoromethyl ) phenyl ] methyl ] - 
phenyl-3-[ (tetrahydro-2H-pyran-4-yl) amino]- (CA INDEX NAME ) 



RN 693246-11-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
phenyl-3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX NAME) 



RN 693246-12-7 HCAPLUS 

CN Cyclopentanecarboxamide, 3- [acetyl (tetrahydro-2H-pyran-4-yl) amino] -N- [ [3 
bis (trif luoromethyl (phenyl] methyl] -1- ( 1-methylethyl ) - (CA INDEX NAME) 



RN 693246-17-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-chloro-5- (trif luoromethyl ) phenyl ] methyl ] - 
(1-hydroxy-l-methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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ci 



RN 693246-18-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- ( [1,1' -biphenyl ] -3-ylmethyl ) -1- ( 1-hydroxy-l- 
methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (1S,3R)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 



RN 693246-19-4 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-hydroxy-l-methylethyl ) -3- [ (tetrahydro-2H- 
pyran-4-yl) amino] -N- [ [3- (trif luoromethoxy) phenyl ] methyl ] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693246-20-7 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-hydroxy-l-methylethyl ) -3- [ (tetrahydro-2H- 
pyran-4-yl) amino] -N- [ [3- [5- (trif luoromethyl ) -lH-tetrazol-1- 
yl] phenyl] methyl] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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'CF 3 



RN 693246-21-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-fluoro-5- (trif luoromethyl ) phenyl ] methyl ] 
(1-hydroxy-l-methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (IS, 3R) 
(CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693246-22-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ (3, 5-dichlorophenyl ) methyl ] -1- ( 1-hydroxy-l- 
methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693246-23-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-fluoro-5- (trif luoromethyl ) phenyl ] methyl ] 
(1-hydroxy-l-methylethyl) -3- [ (tetrahydro-3-methyl-2H-pyran-4-yl ) amino] - 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



o 
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RN 693246-24-1 HCAPLUS 

CN Pentitol, 1 , 5-anhydro-2 , 3-dideoxy-3- [ [ (1R, 3S) -3- [ [ [ [3-f luoro-5- 
(trif luoromethyl ) phenyl ] methyl ] amino ] car bony 1 ] -3- ( 1 -hydroxy- 1- 
methylethyl) cyclopentyl] amino] -, 4- ( 3-chlorobenzoate ) (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry. 




RN 693246-25-2 HCAPLUS 

CN Cyclopentanecarboxamide, 3- [ ( 3-f luorotetrahydro-2H-pyran-4-yl ) amino] -N- 
fluoro-5- (trif luoromethyl) phenyl] methyl] -1- ( 1-hydroxy-l -methyl ethyl ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



o 




RN 693246-27-4 HCAPLUS 

CN Cyclopentanecarboxamide, 3- (cyclohexylamino) -N- [ [3-f luoro-5- 

(trif luoromethyl) phenyl] methyl] -1- ( 1-hydroxy-l -methylethyl ) -, ( IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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, F 



RN 693246-28-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (2- 
hydroxycyclohexyl) amino] -1- (1-methylethyl) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693246-29-6 HCAPLUS 

CN Cyclopentanecarboxylic acid, 3- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 
methylethyl) cyclopentyl] amino] -, methyl ester (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693246-30-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ ( l-methyl-4-piperidinyl ) amino ] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



OH 



O 
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RN 693246-31-0 HCAPLUS 

CN Cyclopentanecarboxamide, 3- [ ( l-acetyl-4-piperidinyl ) amino] -N- [ [3,5- 

bis(trifluoromethyl)phenyl]methyl]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 



RN 693246-32-1 HCAPLUS 

CN Cyclopentanecarboxylic acid, 3- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 
methylethyl) cyclopentyl] amino] - (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693246-33-2 HCAPLUS 

CN Cyclopentanecarboxamide, 1- 1 1- ( acetylamino ) -1-methylethyl ] -N- [ [3-f luoro-5- 
( trif luoromethyl ) phenyl ] methyl ] -3- [ ( tetrahydro-3-methyl-2H-pyran-4- 
yl) amino]-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693246-36-5 HCAPLUS 

CN Cyclopentanecarboxamide, 1- [ 1- (acetylamino) -1-methylethyl ] -N- [ [3-fluoro-5- 
(trif luoromethyl) phenyl] methyl] -3- [ [ (3S, 4S ) -tetrahydro-3-methyl-2H-pyran-4- 
yl] amino]-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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o 




, F 



RN 693246-38-7 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-hydroxy-l-methylethyl ) -3- [ (tetrahydro-2H- 
pyran-4-yl) amino] -N- [ [3- (trif luoromethyl ) phenyl ] methyl ] -, (IS, 3R) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 693246-39-8 HCAPLUS 

CN Pentitol, 1 , 5-anhydro-2 , 3-dideoxy-3- [ [ (1R, 3S)-3-[ [ [ [3-fluoro-5- 
(trif luoromethyl) phenyl] methyl] amino] car bony 1] -3- ( 1-hydroxy-l- 
methylethyl) cyclopentyl] amino] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693246-40-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-fluoro-5- (trif luoromethyl ) phenyl ] methyl ] -1- 
( 1-hydroxy-l-methylethyl ) -3- [methyl (tetrahydro-3-methyl-2H-pyran-4- 
yl) amino]-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




,CF3 



O 
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RN 693246-43-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-cyclopropyl-5- 

(trif luoromethyl ) phenyl ] methyl] -1- ( 1 -hydroxy- 1 -methyl ethyl ) -3- [ (tetrahydro- 
3-methyl-2H-pyran-4-yl) amino] -, (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693246-47-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
(methylthio) -3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (1R,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693246-49-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 

(methylsulfonyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (1R,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 





0 
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RN 693246-50-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- [ (1- 
methylethyl)thio] -3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693246-51-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- [ (1- 
methylethyl) sulfonyl] -3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693246-64-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl ) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (1R, 3S) -rel- 
(CA INDEX NAME) 

Relative stereochemistry. 





CF3 




O 




RN 



693246-65-0 



HCAPLUS 
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CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxy-1 -methyl ethyl ) -3- [ ( tetrahydro-2H-pyran-4-yl ) amino ]-, (lR,3R)-rel- 
(CA INDEX NAME ) 

Relative stereochemistry. 




RN 693246-68-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
(methylsulfonyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693246-69-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl) -3- [ [ (3S, 4S ) -tetrahydro-3-methyl-2H-pyran-4- 
yl] amino]- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 693246-70-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxy-l-methylethyl) -3- [ [ (3S, 4S ) -tetrahydro-3-methyl-2H-pyran-4- 




,CF 3 



F 



.Me 
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yl] amino]-, (1S,3R)- (CA INDEX NAME) 



Absolute stereochemistry. 



o 




RN 693246-71-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl) -3- [ [ (3S, 4S ) -tetrahydro-3-methyl-2H-pyran-4- 
yl] amino]-, (1R,3S)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693246-73-0 HCAPLUS 

CN Cyclopentanecarboxamide, 1 — [ 1 — (acetylamino) -1-methylethyl ] -N- [ [3,5- 

bis (trifluoromethyl)phenyl]methyl] -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, 
(lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



RN 693246-74-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl) -3- [methyl [ (3S, 4S ) -tetrahydro-3-methyl-2H-pyran-4- 
yl] amino]-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



o 




o 
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RN 693246-75-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ethyl [ (3S, 4S ) -tetrahydro-3-methyl-2H-pyran-4-yl ] amino] -1- ( 1-hydroxy-l- 
methylethyl) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 693246-76-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

(cyclohexylamino)-l-(l-hydroxy-l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



o 




RN 693246-77-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl) -3- [ ( 2-methylcyclohexyl ) amino] -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



Me O 
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RN 693246-78-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

(cyclopentylamino) -1- (1-hydroxy-l-methylethyl) -, (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693246-79-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl ) -3- [methyl (tetrahydro-2H-pyran-4-yl ) amino] -, 
(lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



RN 693246-80-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-4-methyl-2H-pyran-4-yl) amino] -, (1R, 3S) -rel- 
(CA INDEX NAME) 

Relative stereochemistry. 



RN 693246-81-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (tetrahydro-4-methyl-2H-pyran-4-yl ) amino] -, (1R, 3R) -rel- 
(CA INDEX NAME) 

Relative stereochemistry. 





-CF 3 
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693246-82-1 HCAPLUS 

Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl ) -3- [ (tetrahydro-4-methyl-2H-pyran-4-yl) amino] - (CA 
INDEX NAME ) 



693246-83-2 HCAPLUS 

Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxy-l-methylethyl) -3- [methyl (tetrahydro-4-methyl-2H-pyran-4-yl ) amino] 
(CA INDEX NAME) 



- C— M 



693246-84-3 HCAPLUS 

Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] - 
methylpropyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] - (CA INDEX NAME) 



CF 3 

I^^J NH C^/ C — NH— CH2 '^-S*^ 



RN 693246-88-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (4- 
hydroxy-4-piperidinyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] - (CA INDEX 
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NAME ) 



o- 



■NH- 




RN 693246-89-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 

(tetrahydro-4-hydroxy-2H-pyran-4-yl ) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] - 
(CA INDEX NAME) 



RN 693246-90-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
(dicyclopropylhydroxymethyl ) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] - (CA 
INDEX NAME) 



RN 693246-94-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 2- 
hydroxy-1, 1-dimethylethyl ) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, 
(lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 
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o 




RN 693246-95-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 2- 
hydroxy-1, 1-dimethylethyl ) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, 
(lR,3R)-rel- (CA INDEX NAME ) 

Relative stereochemistry. 




RN 693246-98-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1,1- 
dimethylpropyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX NAME) 



RN 693247-18-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxyethyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



Me 
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RN 693247-19-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxy ethyl ) -3- [ [1- (hydroxymethyl) cyclopentyl ] amino] -, ( IS, 3R) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-22-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3-methyl-2H-pyran-4-yl ) amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-24-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
ethyltetrahydro-2H-pyran-4-yl ) amino] -1- ( 1-methylethyl ) -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 





# HC1 




# HC1 
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RN 693247-26-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
f luorotetrahydro-2H-pyran-4-yl ) amino] -1- ( 1 -methyl ethyl ) -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-28-8 HCAPLUS 

CN Pentitol, 1, 5-anhydro-3- [ [ (lR,3S)-3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl ] amino] car bony 1 ] -3- ( 1- 
methylethyl) cyclopentyl] amino] -4-C- (trif luoromethyl ) -2, 3-dideoxy-, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-29-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3-propyl-2H-pyran-4-yl) amino] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



0 




# HC1 



0 




# HC1 




Page 67 of 249 



Serial No.: 10/585,232 



RN 693247-30-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl ) -3- [ (tetrahydro-3-propyl-2H-pyran-4-yl ) amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-31-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3 , 3-dimethyl-2H-pyran-4-yl ) amino] -, (IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-32-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3, 3-dimethyl-2H-pyran-4-yl ) amino] -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



0 




# HC1 




0 




# HC1 



RN 



693247-33-5 HCAPLUS 
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CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl ) -3- [ [tetrahydro-3- (trif luoromethyl ) -2H-pyran-4-yl ] amino] -, 
(1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-34-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ [tetrahydro-3- (trif luoromethyl ) -2H-pyran-4-yl ] amino] -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-35-7 HCAPLUS 

CN 2H-Pyran-3-carboxylic acid, 4- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 

methylethyl) cyclopentyl] amino] tetrahydro-, ethyl ester (CA INDEX NAME) 
Absolute stereochemistry. 



RN 693247-36-8 HCAPLUS 

CN 2H-Pyran-3-carboxylic acid, 4- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl ] amino] car bony 1 ] -3- ( 1- 

methylethyl) cyclopentyl] amino] tetrahydro-, ethyl ester, hydrochloride 



o 





• HC1 
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(1:1) 



(CA INDEX NAME ) 



Absolute stereochemistry. 



EtO, 




# HC1 



RN 693247-37-9 HCAPLUS 

CN 2H-Pyran-3-carboxylic acid, 4- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 
methylethyl) cyclopentyl] amino] tetrahydro- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-38-0 HCAPLUS 

CN 2H-Pyran-3-carboxylic acid, 4- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl ] amino] car bony 1 ] -3- ( 1- 

methylethyl) cyclopentyl] amino] tetrahydro-, hydrochloride (1:1) (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693247-39-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 





# HC1 
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methylethyl) -3- [ (tetrahydro-2H-pyran-3-yl) amino] -, (1S,3R)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 



RN 693247-40-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-2H-pyran-3-yl ) amino] -, hydrochloride (1:1), 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-42-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-2H-thiopyran-4-yl ) amino] -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693247-43-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (tetrahydro-2H-thiopyran-4-yl ) amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 





# HC1 
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# HCl 



RN 693247-44-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl ) -3- [ (tetrahydro-1 , l-dioxido-2H-thiopyran-4-yl ) amino] -, 
(1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-45-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (tetrahydro-1, l-dioxido-2H-thiopyran-4-yl ) amino] -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-46-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl)-3-(4-oxepanylamino)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 





# HCl 
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RN 693247-47-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl ) -3- ( 4-oxepanylamino) -, hydrochloride (1:1), (1S,3R)- (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-48-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (tetrahydro-3-f uranyl ) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-49-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (tetrahydro-3-f uranyl) amino] -, hydrochloride (1:1), 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



0 




# HC1 
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•o 



# HCl 



RN 693247-50-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ [ (tetrahydro-3-furanyl)methyl] amino] -, (1S,3R)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 



RN 693247-51-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ [ (tetrahydro-3-furanyl)methyl] amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-52-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (tetrahydro-3-thienyl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 





# HCl 
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-s 



RN 693247-53-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methyl ethyl ) -3- [ (tetrahydro-3-thienyl) amino] -, hydrochloride (1:1), 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-54-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- (3-oxetanylamino) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-55-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- (3-oxetanylamino) -, hydrochloride (1:1), (1S,3R)- (CA 
INDEX NAME) 

Absolute stereochemistry. 



0 




# HC1 




Page 75 of 249 



Serial No.: 10/585,232 



F3C- 




• HCl 



RN 693247-56-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
(cyclohexylamino)-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-57-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

(cyclohexylamino)-l-(l-methylethyl)-, hydrochloride (1:1), (1S,3R)- (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693247-58-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (2- 
methylcyclohexyl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



o 





# HCl 



Page 76 of 249 



Serial No.: 10/585,232 



Me 




RN 693247-59-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (2- 
methylcyclohexyl ) amino] -1- ( 1-methylethyl ) -, hydrochloride (1:1), (1S,3R)- 
(CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-60-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
(cycloheptylamino)-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-61-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

(cycloheptylamino) -1- ( 1-methylethyl)-, hydrochloride (1:1), (1S,3R)- (CA 
INDEX NAME) 

Absolute stereochemistry. 




# HC1 
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•CF3 



• HC1 



RN 693247-62-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
(cyclopentylamino)-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-63-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

(cyclopentylamino)-l-(l-methylethyl)-, hydrochloride (1:1), (1S,3R)- (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693247-64-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
(cyclobutylamino)-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



o 




0 




# HC1 
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RN 693247-65-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

(cyclobutylamino)-l-(l-methylethyl)-, hydrochloride (1:1), (1S,3R)- (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-66-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (cyclobutylmethyl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 693247-68-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (cyclobutylmethyl ) amino] -1- ( 1-methylethyl ) -, hydrochloride (1:1), 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



0 




# HC1 
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# HCl 



RN 693247-69-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

[ (2,3-dihydro-lH-inden-2-yl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 



RN 693247-70-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (2, 3-dihydro-lH-inden-2-yl ) amino] -1- ( 1-methylethyl ) -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-71-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

[ (2, 3-dihydro-lH-inden-l-yl) amino] -1- (1-methylethyl)-, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 





# HCl 
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RN 693247-72-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (2, 3-dihydro-lH-inden-l-yl ) amino] -1- ( 1-methylethyl ) -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 




# HC1 



RN 693247-73-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (3, 4-dihydro-2H-l-benzopyran-4-yl) amino] -1- (1-methylethyl) -, (IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 693247-74-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (3 , 4-dihydro-2H-l-benzopyran-4-yl) amino] -1- (1-methylethyl ) -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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.0, 



# HCl 



RN 693247-75-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [(1,2,3, 4-tetrahydro-2-naphthalenyl) amino] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693247-76-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (1,2,3, 4-tetrahydro-2-naphthalenyl ) amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-77-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (tetrahydro-2-methyl-2H-pyran-4-yl ) amino] -, (IS, 3R) - (CA 
INDEX NAME) 





# HCl 
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RN 693247-78-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-2-methyl-2H-pyran-4-yl ) amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



0 




# HC1 



RN 693247-79-9 HCAPLUS 

CN Hexonic acid, 2, 6-anhydro-4- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 

methylethyl) cyclopentyl] amino] -3, 4, 5-trideoxy-, methyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 693247-80-2 HCAPLUS 

CN Hexonic acid, 2, 6-anhydro-4- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] carbonyl ] -3- ( 1- 
methylethyl) cyclopentyl] amino] -3, 4, 5-trideoxy-, methyl ester, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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.CF3 



# HC1 



RN 693247-82-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (2, 2-dimethyl-l, 3-dioxan-5-yl) amino] -1- ( 1-methylethyl ) -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693247-83-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (2, 2-dimethyl-l, 3-dioxan-5-yl ) amino ] -1- ( 1-methylethyl ) -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-84-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl)-3-(4-piperidinylamino)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



o 





# HC1 
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RN 693247-85-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl)-3-(4-piperidinylamino)-, hydrochloride (1:1), (1S,3R)- (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-86-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
ethyltetrahydro-2H-pyran-4-yl) amino] -1- ( 1-hydroxy-l-methylethyl ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-87-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
ethyltetrahydro-2H-pyran-4-yl) amino] -1- (1-hydroxy-l-methylethyl) -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




# HC1 
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• HCl 



RN 693247-89-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
f luorotetrahydro-2H-pyran-4-yl ) amino] -1- ( 1-hydroxy-l-methylethyl ) -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 




# HCl 



RN 693247-90-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
cyclopropyltetrahydro-2H-pyran-4-yl) amino] -1- (1-hydroxy-l-methylethyl ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 693247-91-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
cyclopropyltetrahydro-2H-pyran-4-yl) amino] -1- (1-hydroxy-l-methylethyl) -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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o 




• HCl 



RN 693247-92-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl) -3- [ (tetrahydro-2H-pyran-3-yl) amino] -, (IS, 3R) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-93-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxy-l-methylethyl ) -3- [ (tetrahydro-2H-pyran-3-yl ) amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-94-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxy-l-methylethyl ) -3- [ (tetrahydro-2H-thiopyran-4-yl ) amino] -, (IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 





# HCl 
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RN 693247-95-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl ) -3- [ (tetrahydro-2H-thiopyran-4-yl ) amino] -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




# HC1 



RN 693247-96-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ ( 2 , 2-dimethyl-l , 3-dioxan-5-yl ) amino] -1- ( 1-hydroxy-l-methylethyl ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 693247-97-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ ( 2 , 2-dimethyl-l , 3-dioxan-5-yl ) amino] -1- ( 1-hydroxy-l-methylethyl ) -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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Me. 




• HC1 



RN 693247-98-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl ) -3- [ (tetrahydro-3-methyl-2H-thiopyran-4-yl ) amino] -, 
(1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-99-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxy-l-methylethyl ) -3- [ (tetrahydro-3-methyl-2H-thiopyran-4-yl ) amino] -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693248-00-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [methyl (tetrahydro-3-methyl-2H-pyran-4-yl ) amino] -, (IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 





# HC1 
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RN 693248-01-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
f luorotetrahydro-2H-pyran-4-yl ) methylamino] -1- ( 1-methylethyl ) -, (IS, 3R) - 
(CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693248-05-4 HCAPLUS 

CN Cyclopentanecarboxamide, 3- [ (3-ethyltetrahydro-2H-pyran-4-yl) amino] -N- [ [3- 
fluoro-5- ( trif luoromethyl) phenyl] methyl ] -l-( 1-methylethyl ) -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693248-06-5 HCAPLUS 

CN Cyclopentanecarboxamide, 3- [ ( 3-ethyltetrahydro-2H-pyran-4-yl ) amino] -N- [ [3- 
fluoro-5- (trif luoromethyl ) phenyl ] methyl ] -1- (1-methylethyl ) -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




o 
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# HCl 



RN 693248-10-1 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-methylethyl ) -3- [methyl (tetrahydro-2H-pyran- 
yl ) amino] -N- [ [3- ( lH-tetrazol-l-yl ) -5- (trif luoromethyl ) phenyl] methyl ] -, 
(1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693248-11-2 HCAPLUS 

CN Cyclopentanecarboxamide, 1- (1-methylethyl) -3- [methyl (tetrahydro-2H-pyran- 
yl ) amino] -N- [ [ 3- ( lH-tetrazol-l-yl ) -5- (trif luoromethyl ) phenyl] methyl ] -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693248-42-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3 
cyclopropyltetrahydro-2H-pyran-4-yl) amino] -1- (1-methylethyl ) -, ( IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 





# HCl 
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RN 693248-47-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3 
[methyl (tetrahydro-2H-pyran-4-yl ) amino] -1- (1H-1, 2, 4-triazol-5-yl ) -, 
(lR,3S)-rel- (CA INDEX NAME ) 

Relative stereochemistry. 



o 




RN 693248-49-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3 
[methyl (tetrahydro-2H-pyran-4-yl) amino] -1- ( 2-methyl-2H-tetrazol-5-yl ) 
(lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



o 




RN 693248-52-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1 
methyl ethyl ) -3- [ [1- (methylsulf onyl ) -3-piperidinyl ] amino] -, ( 1R, 3S ) -re 
(CA INDEX NAME) 

Relative stereochemistry. 
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Me' 




RN 693248-56-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl ) -3- [ ( la, 5a, 6(3) -3-oxabicyclo [3 . 1.0] hex-6- 
ylamino]-, (lR,3S)-rel- (9CI) (CA INDEX NAME ) 

Relative stereochemistry. 



RN 693248-58-7 HCAPLUS 

CN Pentitol, 1 , 5-anhydro-3- [ [ ( 1R, 3S ) -3- [ [ [ [ 3 , 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 
methylethyl) cyclopentyl] amino] -2, 3-dideoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693248-59-8 HCAPLUS 

CN Pentitol, 1 , 5-anhydro-3- [ [ ( 1R, 3S ) -3- [ [ [ [ 3 , 5- 

bis (trif luoromethyl ) phenyl ] methyl ] amino] carbonyl ] -3- ( 1- 

methylethyl) cyclopentyl] amino] -2, 3-dideoxy-4-0-methyl- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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.CF 3 



RN 693248-61-2 HCAPLUS 

CN Pentitol, 1, 5-anhydro-3- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1 -hydroxy- 1- 
methylethyl) cyclopentyl] amino] -2, 3-dideoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693248-62-3 HCAPLUS 

CN Pentitol, 1 , 5-anhydro-3- [ [ ( 1R, 3S ) -3- [ [ [ [ 3 , 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- ( 1-hydroxy-l- 
methylethyl) cyclopentyl] amino] -2, 3-dideoxy-4-0-methyl- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693248-65-6 HCAPLUS 

CN Pentitol, 1 , 5-anhydro-3- [ [ ( 1R, 3S ) -3- [ [ [ [ 3 , 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] carbonyl ] -3- ( 1 -hydroxy- 1- 
methylethyl) cyclopentyl] amino] -2, 3-dideoxy-4-C-methyl- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




o 
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.CF 3 



RN 693248-68-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
methyl-3-[ (tetrahydro-2H-pyran-4-yl) amino]-, (3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693248-72-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
ethyl-3-[ (tetrahydro-2H-pyran-4-yl) amino]-, (3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693248-75-8 HCAPLUS 

CN Carbamic acid, [ (1R,3R)-1- [ [ [ [3, 5- 

bis (trif luoromethyl) phenyl] methyl] amino] car bony 1] -3- [ (tetrahydro-2H-pyran- 
4-yl) amino] cyclopentyl] -, phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



o 




o 




o 
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RN 693248-76-9 HCAPLUS 

CN Cyclopentanecarboxamide, 1-amino-N- [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, 
(1R,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693248-77-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl ) -3- [ [tetrahydro-3- (trif luoromethyl ) -2H-pyran-4- 
yl] amino]-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693248-80-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl ) -3- [ (9-anti) -3-oxabicyclo [3.3.1] non-9-ylamino ] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




.CF 3 




-CF 3 





RN 



693248-85-0 HCAPLUS 
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CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxycyclohexyl ) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (1R, 3S) -rel- (CA 
INDEX NAME ) 

Relative stereochemistry. 



RN 693248-86-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxycyclohexyl ) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (1R, 3R) -rel- (CA 
INDEX NAME) 

Relative stereochemistry. 



RN 693248-87-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxycyclohexyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX NAME) 



RN 693248-88-3 HCAPLUS 

CN [1,1' -Bicyclopentyl ] -1-carboxamide, 

N- [ [3, 5-bis (trifluoromethyl)phenyl]methyl] -1 '-hydroxy-3- [ (tetrahydro-2H- 
pyran-4-yl) amino] - (CA INDEX NAME) 
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NH- 




•CF3 



RN 693248-89-4 HCAPLUS 

CN [1,1' -Bicyclopentyl ] -1-carboxamide, 

N- [ [3, 5-bis (trifluoromethyl)phenyl]methyl] -1 '-hydroxy-3- [ (tetrahydro-2H- 
pyran-4-yl) amino] -, (lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



RN 693248-90-7 HCAPLUS 

CN [1,1' -Bicyclopentyl] -1-carboxamide, 

N- [ [3, 5-bis (trifluoromethyl)phenyl]methyl] -1 '-hydroxy-3- [ (tetrahydro-2H- 

pyran-4-yl) amino] -, (lR,3R)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



RN 693248-93-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxycyclobutyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX NAME) 



o 




o 
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RN 693249-01-3 HCAPLUS 

CN [1,1' -Bicyclopentyl ] -1-carboxamide, 

N- [ [3, 5-bis (trifluoromethyl)phenyl]methyl] -1 '-hydroxy-3- [ (tetrahydro-3- 
methyl-2H-pyran-4-yl) amino] -, (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



o 




RN 693249-02-4 HCAPLUS 

CN [1,1' -Bicyclopentyl ] -1-carboxamide, 

N- [ [3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1 ' -hydroxy-3- [ (tetrahydro-3- 
methyl-2H-pyran-4-yl) amino] -, hydrochloride (1:1), (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




# HC1 



RN 693249-03-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
cyclohexyl-3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX NAME) 




RN 693249-04-6 HCAPLUS 

CN [1,1' -Bicyclopentyl ] -1-carboxamide, 

N- [ [3, 5-bis (trifluoromethyl)phenyl]methyl] -3- [ (tetrahydro-2H-pyran-4- 
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yl) amino]- (CA INDEX NAME) 




NH— CH2 Q, 




RN 693249-05-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
cyclobutyl-3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX NAME) 



RN 693249-06-8 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [1- [ [ [ [3, 5- 

bis (trif luoromethyl) phenyl] methyl] amino] carbonyl] -3- [ (tetrahydro-2H-pyran- 
4-yl) amino] cyclopentyl] phenylmethyl ester (CA INDEX NAME) 



RN 693249-07-9 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ (1R, 3S) -1- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] carbonyl ] -3- [ (tetrahydro-2H-pyran- 
4-yl) amino] cyclopentyl] -, phenylmethyl ester, rel- (CA INDEX NAME) 

Relative stereochemistry. 





CH2— Ph 
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RN 693249-09-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

[ methyl (tetrahydro-2H-pyran-4-yl) amino] -1- ( 4-piperidinyl )-, (lR,3S)-rel- 
(CA INDEX NAME) 

Relative stereochemistry. 



RN 693249-10-4 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1 -acetyl- 4-piperidinyl ) -N- [ [3,5- 

bis (trif luoromethyl ) phenyl ] methyl ] -3- [methyl (tetrahydro-2H-pyran-4- 
yl) amino]-, (lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



RN 693249-11-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- [ 1- 
(methylsulf onyl ) -4-piperidinyl] -3- [methyl (tetrahydro-2H-pyran-4-yl ) amino] - 
, (lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



Me O 






RN 693249-13-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

[methyl (tetrahydro-2H-pyran-4-yl) amino] -1- (phenylmethyl) - (CA INDEX NAME) 
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?_ph 



C— NH— CH2- 




. CF 3 



RN 693249-14-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl ) -3- [methyl (tetrahydro-2, 2-dimethyl-2H-pyran-4-yl ) amino] - (CA 
INDEX NAME ) 



RN 693249-17-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [1- [3, 5-bis (trif luoromethyl ) phenyl ] ethyl] -1- (1- 
hydroxy-l-methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693249-21-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
propyl-3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




o 



Me 




O 




.CF3 



Page 102 of 249 



Serial No.: 10/585,232 



RN 693249-27-3 HCAPLUS 

CN Cyclopentanecarboxamide, 1- [2- (acetylamino) -4-thiazolyl ] -N- [ [3,5- 

bis (trif luoromethyl ) phenyl ] methyl] -3- [methyl (tetrahydro-2H-pyran-4- 
yl) amino]- (CA INDEX NAME ) 



AcNH. 




RN 693249-33-1 HCAPLUS 

CN Cyclopentanecarboxamide, 1- [2- (acetylamino) -4-thiazolyl] -N- [ [3-f luoro-5- 

( trif luoromethyl ) phenyl ] methyl ] -3- [methyl (tetrahydro-2H-pyran-4-yl ) amino] - 
(CA INDEX NAME) 



AcNH. 




RN 693249-34-2 HCAPLUS 

CN Cyclopentanecarboxamide, 1- [2- (acetylamino) -4-thiazolyl] -N- [[3,5- 

bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (tetrahydro-2H-pyran-4-yl ) amino] - 
(CA INDEX NAME) 



AcNH. 




RN 693249-35-3 HCAPLUS 
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CN Cyclopentanecarboxamide, 1- [2- (acetylamino) -4-thiazolyl ] -N- [ [3,5- 

bis (trif luoromethyl) phenyl] methyl] -3- (cyclohexylamino) - (CA INDEX NAME) 



AcNH. 




RN 693249-36-4 HCAPLUS 

CN Cyclopentanecarboxamide, 1- [2- (acetylamino) -4-thiazolyl] -N- [ [3,5- 

bis (trif luoromethyl) phenyl] methyl] -3- (cyclopentylamino) - (CA INDEX NAME) 




. NHAc 



RN 693249-41-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 2- 
methyl-4-thiazolyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] - (CA INDEX NAME) 





RN 693249-43-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (2- 
methyl-4-thiazolyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (1R, 3S) -rel- 
(CA INDEX NAME) 
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RN 693249-44-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 2- 
methyl-4-thiazolyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (1R, 3R) -rel- 
(CA INDEX NAME) 

Relative stereochemistry. 




RN 693249-45-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (tetrahydro-2H-pyran-4-yl) amino] -1- ( 4-thiazolyl ) - (CA INDEX NAME) 



F3C ^CF3 



RN 693249-49-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 

methylethyl) -3- [ [tetrahydro-3- (1H-1, 2, 4-triazol-l-yl ) -2H-pyran-4-yl ] amino] - 
, hydrochloride (1:2), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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#2 HC1 



RN 693249-51-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl ) -3- [ [tetrahydro-3- ( lH-tetrazol-l-yl ) -2H-pyran-4-yl ] amino] -, 
hydrochloride (1:2), (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 




#2 HC1 



RN 693249-52-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ [tetrahydro-3- ( lH-tetrazol-l-yl ) -2H-pyran-4-yl ] amino] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 693249-56-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
[ (1R, 2R) -2-cyanocyclopropyl ] -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, rel- 
(CA INDEX NAME) 

Relative stereochemistry. 
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RN 693249-57-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 2- 
cyanocyclopropyl ) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (lR,3S)-rel- (CA 
INDEX NAME) 

Relative stereochemistry. 



RN 693249-58-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (2- 
cyanocyclopropyl ) -3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (1R, 3R) -rel- (CA 
INDEX NAME) 

Relative stereochemistry. 



RN 693249-59-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 

[ (1R, 2R) -2-cyanocyclopropyl ] -3- [methyl (tetrahydro-2H-pyran-4-yl ) amino] -, 
rel- (CA INDEX NAME) 

Relative stereochemistry. 
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RN 693249-63-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ ( 3-exo ) -8-oxabicyclo [ 3 . 2 . 1 ] oct-3-ylamino] - (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 693249-65-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ [tetrahydro-3- (phenylmethyl ) -2H-pyran-4-yl ] amino] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693249-66-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ [tetrahydro-3- (phenylmethyl) -2H-pyran-4-yl ] amino] -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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# HCl 



RN 693249-71-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
cyclopropyltetrahydro-2H-pyran-4-yl) methylamino] -1- ( 1-methylethyl ) -, 
(1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693249-75-1 HCAPLUS 

CN Cyclopentanecarboxamide, 1- (1-methylethyl) -3- [methyl (tetrahydro-2H-pyran-4- 
yl) amino] -N- [ [3- (4H-1, 2, 4-triazol-4-yl ) -5- (trif luoromethyl ) phenyl ] methyl ] - 
, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693249-76-2 HCAPLUS 

CN Cyclopentanecarboxamide, 1- (1-methylethyl) -3- [methyl (tetrahydro-2H-pyran-4- 
yl) amino] -N- [ [3- (4H-1, 2, 4-triazol-4-yl ) -5- (trif luoromethyl ) phenyl ] methyl ] - 
, hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 693249-81-9 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-methylethyl) -3- [methyl (tetrahydro-2H-pyran- 
yl ) amino] -N- [ [3- ( 2H-tetrazol-5-yl ) -5- (trif luoromethyl ) phenyl] methyl ] -, 
(1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 693249-82-0 HCAPLUS 

CN Cyclopentanecarboxamide, 1- (1-methylethyl) -3- [methyl (tetrahydro-2H-pyran- 
yl) amino] -N- [ [3- (2H-tetrazol-5-yl) -5- (trif luoromethyl ) phenyl ] methyl ] -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



CF3 



693249-87-5 HCAPLUS 

Cyclopentanecarboxamide, 1- ( 1-methylethyl ) -3- [methyl (tetrahydro-2H-pyran- 
yl) amino] -N- [ [3- (3H-1, 2, 4-triazol-5-yl ) -5- (trif luoromethyl ) phenyl ] methyl ] 
, (1S,3R)- (CA INDEX NAME) 
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Absolute stereochemistry. 




RN 693249-88-6 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-methylethyl ) -3- [methyl (tetrahydro-2H-pyran-4- 
yl) amino] -N- [ [3- (3H-1, 2, 4-triazol-5-yl ) -5- (trif luoromethyl ) phenyl ] methyl ] - 
, hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693249-89-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
(cyclohexylamino)-l-(l-methylethyl)- (CA INDEX NAME) 



RN 693249-90-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

(cyclohexylamino) -1- ( 1-methylethyl)-, hydrochloride (1:1) (CA INDEX NAME) 




# HC1 





# HC1 
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RN 693249-91-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (trans-4-hydroxycyclohexyl) amino] -1- (1-methylethyl) - (CA INDEX NAME ) 

Relative stereochemistry. 



RN 693249-92-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

[ ( trans- 4-hydroxycyclohexyl ) amino] -1- (1-methylethyl ) -, hydrochloride (1:1) 
(CA INDEX NAME) 

Relative stereochemistry. 



RN 693249-93-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

[ [ (lR,2R)-2-hydroxycyclohexyl]amino]-l-(l-methylethyl)-, rel- (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 693249-94-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 




0 




• HC1 
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[ [ ( 1R, 2R) -2-hydroxycyclohexyl ] amino] -1- ( 1 -methyl ethyl ) -, hydrochloride 
(1:1), rel- (CA INDEX NAME ) 

Relative stereochemistry. 



RN 693249-95-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (2, 3-dimethylcyclohexyl) amino] -1- (1-methylethyl) - (CA INDEX NAME) 



RN 693249-96-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

[ (2, 3-dimethylcyclohexyl) amino] -1- (1-methylethyl) -, 2,2, 2-trif luoroacetate 
(1:1) (CA INDEX NAME) 

CM 1 

CRN 693249-95-5 
CMF C26 H36 F6 N2 0 




# HC1 





CM 



2 



CRN 76-05-1 
CMF C2 H F3 02 
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F 

F-L-l 

F 



■C0 2 H 



RN 693249-97-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ ( 2- 
methylcyclohexyl)amino]-l-(l-methylethyl)- (CA INDEX NAME ) 



RN 693249-98-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (2- 
methylcyclohexyl ) amino] -1- ( 1 -methyl ethyl )-, 2,2,2-trifluoroacetate (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 693249-97-7 
CMF C25 H34 F6 N2 0 





CM 



2 



CRN 76-05-1 
CMF C2 H F3 02 



F 




■C0 2 H 



RN 
CN 



693249-99-9 HCAPLUS 

[1,1' -Bicyclopentyl ] -1-carboxamide, 
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N- [ [3 , 5 -bis (trif luoromethyl) phenyl] methyl] -1 ' -hydroxy-3- [methyl (tetrahydro- 
3-methyl-2H-pyran-4-yl) amino] -, (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693250-00-9 HCAPLUS 

CN [1,1' -Bicyclopentyl ] -1-carboxamide, 

N- [ [3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1 ' -hydroxy-3- [methyl (tetrahydro- 
3-methyl-2H-pyran-4-yl) amino] -, hydrochloride (1:1), (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693250-01-0 HCAPLUS 

CN [1,1' -Bicyclopentyl ] -1-carboxamide, 

N- [ [3-f luoro-5- (trif luoromethyl ) phenyl ] methyl ] -1 ' -hydroxy-3- [ (tetrahydro-3- 
methyl-2H-pyran-4-yl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



Me 



Me 



O 





# HC1 



O 




RN 
CN 



693250-02-1 HCAPLUS 

[1,1' -Bicyclopentyl ] -1-carboxamide, 
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N- [ [3-fluoro-5- (tr if luoromethyl ) phenyl ] methyl ] -1 ' -hydroxy-3- [ (tetrahydro-3- 
methyl-2H-pyran-4-yl) amino] -, hydrochloride (1:1), (1S,3R)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 




# HC1 



RN 693250-03-2 HCAPLUS 

CN [1,1' -Bicyclopentyl ] -1-carboxamide, 

N-[ [3-fluoro-5- (tr if luoromethyl ) phenyl ] methyl ] -1 ' -hydroxy-3- 
[methyl (tetrahydro-3-methyl-2H-pyran-4-yl) amino] -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 693250-04-3 HCAPLUS 

CN [1,1' -Bicyclopentyl ] -1-carboxamide, 

N-[ [3-fluoro-5- ( tr if luoromethyl ) phenyl ] methyl ] -1 ' -hydroxy-3- 
[methyl (tetrahydro-3-methyl-2H-pyran-4-yl ) amino] -, hydrochloride (1:1), 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



Me Me 0 




• HC1 
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RN 693250-05-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
[ (methylsulf onyl ) amino] -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (1R, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 693250-06-5 HCAPLUS 

CN Cyclopentanecarboxamide, 1- (acetylamino) -N- [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, 
(1R,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693250-10-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-cyano-5- (trif luoromethyl ) phenyl ] methyl ] -1- 
(1-methylethyl) -3- [methyl (tetrahydro-2H-pyran-4-yl) amino] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693250-11-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-cyano-5- (trif luoromethyl ) phenyl ] methyl ] -1- 
( 1-methylethyl ) -3- [methyl (tetrahydro-2H-pyran-4-yl ) amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 
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Absolute stereochemistry. 
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Cr 



# HCl 



RN 693250-12-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] - (CA INDEX 
NAME) 



O-^^i Me— C— Me 



RN 693250-13-4 HCAPLUS 

CN Cyclopentanecarboxamide, 1- [1- ( acetylamino ) -1-methylethyl ] -N- [ [3,5- 

bis (trifluoromethyl)phenyl]methyl] -3- [ (tetrahydro-2H-pyran-4-yl ) amino] - 
(CA INDEX NAME) 



NHAc 
C— Me 



Me— C— F 



— IT H — CH 2 



RN 693250-14-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl ) -3- [ (tetrahydro-3-methyl-2H-pyran-4-yl ) amino] -, 
(lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



Page 118 of 249 



Serial No.: 10/585,232 




.CF 3 



RN 693250-16-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3-methyl-2H-pyran-4-yl) amino] -, (1R, 3S) -rel- 
(CA INDEX NAME ) 

Relative stereochemistry. 



RN 693250-17-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxy-l-methylethyl) -3- [ [tetrahydro-3- (trif luoromethyl ) -2H-pyran-4- 
yl] amino]-, (lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



RN 693250-18-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ methyl ( tetrahydro-2H-pyr an- 4-yl) amino] -1- ( 4-piperidinyl ) - (CA INDEX 




,CF 3 




.CF3 



NAME) 



^_NH— CH2- 
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693250-19-0 HCAPLUS 

Cyclopentanecarboxamide, 1- ( l-acetyl-4-piperidinyl ) -N- [ [3,5- 

bis (trifluoromethyl)phenyl]methyl] -3- [methyl (tetrahydro-2H-pyran- 

yl) amino]- (CA INDEX NAME) 



52-- 



693250-3Q-5P 
693273---47--1P 
693273-50 -6P 
693273~53™9P 
693273-56-2P 



693250-31 
69327 
69327 
693273 
693. 



5? -3P 
S0--8P 



8P 



693273-63-1P 
693273-66-4P 
693283-54-4P 
633283-60-2P 
693283-67-9P 



633273-61---3P 6 
693273-64-2P 6 
693283-50-0P 6 
633283-56-6P 6: 
693283-63-5P 693283-65-71 
RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of N-benzyl (tetrahydropyranylamino) cyclopentanecarboxamide 
derivs. and related compds. as modulators of chemokine receptor CCR-2 
for treating inflammatory or immunoregulatory disorders or diseases or 
rheumatoid arthritis) 
693250-20-3 HCAPLUS 

Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl] -1- [ 1- 
(methylsulf onyl ) -4-piperidinyl ] -3- [methyl (tetrahydro-2H-pyran-4-yl) amino] - 
(CA INDEX NAME) 



693250-30-5 HCAPLUS 

Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
methylethyl) -3- [ (tetrahydro-4-methyl-2H-pyran-4-yl) amino] - (CA INDEX 
NAME) 
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C F 3 



Me i-Pr O 
NH ^- NH - CH 



693250-31-6 HCAPLUS 

Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 2- 
hydroxy-1, 1-dimethylethyl ) -3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX 
NAME ) 



0^-~\ Me— C— CH2 — OH 
I^^J NH C— NH—CH2 



RN 693250-32-7 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [1- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- [methyl (tetrahydro-2H- 
pyran-4-yl) amino] cyclopentyl] -, phenylmethyl ester (CA INDEX NAME) 



'c— O— CH2— Ph 




RN 693273-47-1 HCAPLUS 

CN Cyclohexanecarboxylic acid, 4- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 
methylethyl) cyclopentyl] amino] -, ethyl ester (CA INDEX NAME) 

Absolute stereochemistry. 



G 
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RN 693273-48-2 HCAPLUS 

CN Cyclobutanecarboxylic acid, 3- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 

methylethyl) cyclopentyl] amino] -, 1 , 1-dimethylethyl ester (CA INDEX NAME) 
Absolute stereochemistry. 



RN 693273-49-3 HCAPLUS 

CN Cyclohexanecarboxylic acid, 4- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl ] amino] car bony 1 ] -3- ( 1- 
methylethyl) cyclopentyl] amino] - (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693273-50-6 HCAPLUS 

CN Cyclobutanecarboxylic acid, 3- [ [ (lR,3S)-3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 
methylethyl) cyclopentyl] amino] - (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693273-51-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 

(methylsulf onyl) -3- [ (tetrahydro-3-methyl-2H-pyran-4-yl ) amino] -, (3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 




o 
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RN 693273-52-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
(methylsulf onyl ) -3- [methyl (tetrahydro-3-methyl-2H-pyran-4-yl) amino] -, 
(3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693273-53-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3 , 5-dimethyl-2H-pyran-4-yl ) amino] -, (IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 693273-54-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (tetrahydro-3, 5-dimethyl-2H-pyran-4-yl ) amino] -, 



Me 



Me 



0 
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hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 



Absolute stereochemistry. 




.CF3 



# HC1 



RN 693273-55-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ ( 4- 
methylcyclohexyl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693273-56-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ ( 4- 
methylcyclohexyl) amino] -1- (1-methylethyl) -, hydrochloride (1:1), (1S,3R)- 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 693273-57-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (4- 
hydroxycyclohexyl) amino] -1- (1-methylethyl) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 





# HC1 
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HC 




RN 693273-58-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -3- [ ( 4- 
hydroxycyclohexyl ) amino] -1- ( 1-methylethyl) -, hydrochloride (1:1), (1S,3R)- 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 693273-59-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ ( octahydro-2H-l-benzopyran-4-yl ) amino ] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693273-60-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ti- 
met hyl ethyl ) -3- [ (la, 5a, 6a) -3-oxabicyclo [3.1.0] hex- 6- 
ylamino]-, (1S,3R)- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




# HC1 
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CF3 



RN 693273-61-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl ) -3- [ ( 6-hydroxy-3-oxabicyclo [3.3.1] non-9-yl) amino] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




HO Me 



RN 693273-62-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] 
hydroxy- 1 -methyl ethyl ) -3- ( 3-oxabicyclo [3.3.1] non-6-en-9-ylamino ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




693273-63-1 HCAPLUS 

Cyclopentanecarboxamide, N- [ [3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1 
hydroxy-l-methylethyl ) -3- (methyl-3-oxabicyclo [3.3.1] non-6-en-9-ylamino ) - 
(1S,3R)- (CA INDEX NAME) 
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Absolute stereochemistry. 



. Me 0 




. CF3 




.Me 



RN 693273-64-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
f luorotetrahydro-5-methyl-2H-pyran-4-yl ) amino] -1- ( 1 -methyl ethyl ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693273-65-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl)-3-(3-oxabicyclo[3.2.1]oct-8-ylamino)-, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693273-66-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ti- 
met hyl ethyl ) -3- (3-oxabicyclo [3.2.1] oct-8-ylamino ) -, hydrochloride (1:1), 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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CF3 



# HC1 



RN 693283-50-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl ) -3- (methyl-3-oxabicyclo [3.3.1] non-9-ylamino ) -, 
(1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693283-52-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl) -3- [ ( 9-syn ) -3-oxabicyclo [3.3.1] non-9 -ylamino ] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



> ^ Me 0 




. CF 3 





•CF 3 



HO 



Me 




•Me 
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RN 693283-54-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- (8-oxabicyclo [3 .2 . 1] oct-3-ylamino) -, (1R, 3S) -rel- (CA 
INDEX NAME ) 

Relative stereochemistry. 



RN 693283-56-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- (8-oxabicyclo [3 .2 . 1] oct-3-ylamino ) -, (1R, 3R) -rel- (CA 
INDEX NAME) 

Relative stereochemistry. 



RN 693283-58-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ti- 
met hyl ethyl ) -3- (8-oxabicyclo [3.2.1] oct-3 -yl amino ) -, hydrochloride (1:1), 
(lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



RN 693283-60-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl)-3-(8-oxabicyclo[3.2.1]oct-3-ylamino)-, (1R,3R)- (CA INDEX 






# HC1 



NAME) 
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Absolute stereochemistry. 




RN 693283-63-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methyl ethyl ) -3- ( 8-oxabicyclo [3.2.1] oct-3 -yl amino ) -, hydrochloride (1:1), 
(1R,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693283-65-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ti- 
met hyl ethyl ) -3- (8-oxabicyclo [3.2.1] oct-3-ylamino ) -, hydrochloride (1:1), 
(lR,3R)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



RN 693283-67-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- ( 3-oxabicyclo [3 . 1 . 0] hex-6-ylamino ) -, (1R, 3S) -rel- (CA 
INDEX NAME) 




# HC1 




# HC1 
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£33245-63-5!? 
£33245-£7-3p 
693245-78-2P 
633246-4S-6P 
S33246-S2--5P 
S93247-I5-3P 
-04-3F 



32 4 8 



693245- 64-SP 

633245- 74-8P 

633246- 13-8P 

693246- 46-7P 

693246- 53-6P 

693247- 17-5P 
693. 



6 3 



693249-16-0P 693 
RL: RCT (Reactant) 



S8-48-5P 

48- 57-6J? 

49- 00-2P 



693245~S6~8F 

693245- 75-9P 
S93246-14-9P 

6 932 4 6- 4 8 -3P 
693246-93-4P 
693248-02-1P 
693248-50-9P 
693248-60-1P 



69324 
69324 



7 0-3P 
74-7P 



49-19-3P 693249-20-6P 
SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of N-benzyl (tetrahydropyranylamino) cyclopentanecarboxamide 
derivs. and related compds. as modulators of chemokine receptor CCR-2 
for treating inflammatory or immunoregulatory disorders or diseases or 
rheumatoid arthritis) 
693245-63-5 HCAPLUS 
Carbamic acid, [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl) phenyl] methyl] amino] car bony 1] -3- ( 1 -hydroxy- 1- 
methylethyl) cyclopentyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



RN 693245-64-6 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-N- [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1 -hydroxy- 1 -methyl ethyl ) -, ( IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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....-NH2 



RN 693245-66-8 HCAPLUS 

CN Carbamic acid, [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 

methylethyl) cyclopentyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME ) 
Absolute stereochemistry. 



RN 693245-67-9 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-N- [ [3, 5- 

bis(trifluoromethyl)phenyl]methyl]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693245-74-8 HCAPLUS 

CN Carbamic acid, [ ( 1R, 3R) -3-azido-3- [ [ [ [ 3 , 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] cyclopentyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




o 




o 
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RN 693245-75-9 HCAPLUS 

CN Carbamic acid, [ ( 1R, 3R) -3-amino-3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] cyclopentyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693245-78-2 HCAPLUS 

CN Carbamic acid, [ ( 1R, 3S ) -3-azido-3- [ [ [ [ 3 , 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] cyclopentyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693246-13-8 HCAPLUS 

CN Carbamic acid, [ ( 1R, 3S ) -3- ( 1-hydroxy-l-methylethyl ) -3- [ [ [ [ 3-iodo-5- 
(trif luoromethyl ) phenyl ] methyl ] amino] carbonyl ] cyclopentyl ] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693246-14-9 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-l- ( 1-hydroxy-l-methylethyl ) -N- [ [3-iodo-5- 
(trifluoromethyl)phenyl]methyl]-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 





o 
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_„.NH2 



RN 693246-45-6 HCAPLUS 

CN Carbamic acid, [ (lR)-3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- 

(methylthio) cyclopentyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME ) 
Absolute stereochemistry. 



RN 693246-46-7 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-N- [ [3, 5- 

bis(trifluoromethyl)phenyl]methyl]-l-(methylthio)-, (3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693246-48-9 HCAPLUS 

CN Carbamic acid, [ (1R) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl ] amino] carbonyl ] -3- 

(methylsulfonyl) cyclopentyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



o 




o 
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RN 693246-52-5 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-methylethyl) -N- (phenylmethyl ) -3- [ (tetrahydro- 
2H-pyran-4-yl) amino] -, (lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 

o 

RN 693246-53-6 HCAPLUS 

CN Cyclopentanecarboxamide, 1- (1-methylethyl ) -3- [methyl (tetrahydro-2H-pyran-4- 
yl) amino] -N- (phenylmethyl) -, (lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 

Me 



RN 693246-93-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1 , 1- 
dimethyl-2-propen-l-yl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX 
NAME) 



0^"~~~, Me — t— CH^= CH 
I^^J NH <^^j C — NH — CH2- 



693247-15-3 HCAPLUS 

Carbamic acid, [ (lR,3S)-3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] - 
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hydroxyethyl) cyclopentyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME ) 



RN 693247-17-5 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-N- [ [ 3 , 5- 

bis (trif luoromethyl) phenyl] methyl] -1- ( 1-hydroxyethyl ) -, ( IS, 3R) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 693247-16-4 

CMF C17 H20 F6 N2 02 

Absolute stereochemistry. 



Absolute stereochemistry. 






CM 



2 



CRN 
CMF 



76-05-1 
C2 H F3 02 



F 



F— C— ( 

F 



■C02H 
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RN 693248-02-1 HCAPLUS 

CN Carbamic acid, [ (1R, 3S) -3- [ [ [ [3-f luoro-5- 

(trif luoromethyl ) phenyl ] methyl ] amino] car bony 1 ] -3- ( 1- 

methylethyl) cyclopentyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME ) 
Absolute stereochemistry. 



RN 693248-04-3 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-N- [ [3-f luoro-5- 

(tr if luoromethyl ) phenyl ] methyl ] -1- ( 1 -methyl ethyl ) -, hydrochloride (1:1), 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693248-48-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ methyl (tetrahydro-2H-pyran-4-yl ) amino] -1- ( 2H-tetrazol-5-yl ) -, 
(lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 




0 




# HC1 




RN 
CN 



693248-50-9 HCAPLUS 

1-Piperidinecarboxylic acid, 3- [ [ ( 1R, 3S ) -3- [ [ [ [ 3 , 5- 
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bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 

methylethyl ) cyclopentyl ] amino] -, 1 , 1-dimethylethyl ester, rel- (CA INDEX 
NAME ) 

Relative stereochemistry. 



O O 

CF3 



RN 693248-51-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl)-3-(3-piperidinylamino)-, (lR,3S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



O 

CF3 



RN 693248-57-6 HCAPLUS 

CN Pentitol, 1, 5-anhydro-3- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 

methylethyl) cyclopentyl] amino] -2, 3-dideoxy-, 4- ( 3-chlorobenzoate ) (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



CF3 CI 



693248-60-1 HCAPLUS 

Pentitol, 1, 5-anhydro-3- [ [ (lR,3S)-3-[ [ [ [3,5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] carbonyl ] -3- ( 1 -hydroxy- 1 - 
methyl ethyl ) cyclopentyl ] amino] -2, 3-dideoxy-, 4- (3-chlorobenzoate) ( 9CI ) 
(CA INDEX NAME) 
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Absolute stereochemistry. 



0 




RN 693248-66-7 HCAPLUS 

CN Carbamic acid, [ (1R) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl ] amino] carbonyl ] -3-methylcyclopentyl ] -, 

1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693248-67-8 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-N- [ [ 3 , 5- 

bis (trif luoromethyl ) phenyl ] methyl ] -1-methyl-, hydrochloride (1:1), (3R)- 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 693248-70-3 HCAPLUS 

CN Carbamic acid, [ (1R) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] carbonyl ] -3-ethylcyclopentyl ] -, 

1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 





# HC1 
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.OBu-t 



RN 693248-71-4 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-N- [ [ 3 , 5- 

bis (trif luoromethyl ) phenyl ] methyl] -1-ethyl-, hydrochloride (1:1), (3R)- 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 693248-73-6 HCAPLUS 

CN Carbamic acid, [ (1R, 3R) -1- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- [[(1,1- 

dimethylethoxy) carbonyl] amino] cyclopentyl] -, phenylmethyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




# HC1 



O 





RN 
CN 



693248-74-7 HCAPLUS 

Carbamic acid, [ ( 1R, 3R) -3-amino-l- [ [ [ [3, 5- 
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bis (trif luoromethyl ) phenyl ] methyl] amino] carbonyl ] cyclopentyl] - 
phenylmethyl ester, monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




G-^Ph 



RN 693248-99-6 HCAPLUS 

CN [1,1' -Bi cyclopentyl ] -1-carboxamide, 

3-amino-N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1 ' -hydroxy-, ( IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 693249-00-2 HCAPLUS 

CN Carbamic acid, [ (IS, 3R) -1- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] carbonyl ] -1 ' -hydroxy [1,1'- 
bicyclopentyl] -3-yl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



o 




RN 693249-15-9 HCAPLUS 

CN Carbamic acid, [ (1R, 3S) -3- [ [ [1- [3, 5- 
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bis (trif luoromethyl ) phenyl ] ethyl] amino] carbonyl] -3- ( 1 -hydroxy- 1- 
methylethyl) cyclopentyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693249-16-0 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-N- [ 1- [ 3 , 5- 

bis (trif luoromethyl ) phenyl ] ethyl ] -1- ( 1 -hydroxy- 1 -methyl ethyl ) -, ( IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 693249-19-3 HCAPLUS 

CN Carbamic acid, [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3-propylcyclopentyl ] -, 

1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693249-20-6 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-N- [ [3, 5- 

bis(trifluoromethyl)phenyl]methyl]-l-propyl-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 





o 
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A series of novel l-aminocyclopentyl-3-carboxamides incorporating substitut 
tetrahydropyran moieties have been synthesized and evaluated for their 
antagonistic activity against the human CCR2 receptor. Among them analog I 
was found to posses potent antagonistic activity. 

1149374-71-9P 

RL: PAC (Pharmacological activity); PKT (Pharmacokinetics); SPN (Synthetic 
preparation); BIOL (Biological study); PREP (Preparation) 

(design, synthesis, and structure-activity relationship of novel 
tetrahydropyranylaminocyclopentanecarboxamides as CCR2 antagonists) 
1149374-71-9 HCAPLUS 
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CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ [ (3R, 4R) -tetrahydro-3-methyl-2H-pyran-4-yl] amino] -, 
(1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 




63324'? 



RL: PAC (Pharmacological activity); SPN (Synthetic preparation); BIOL 
(Biological study) ; PREP (Preparation) 

(design, synthesis, and structure-activity relationship of novel 
tetrahydropyranylaminocyclopentanecarboxamides as CCR2 antagonists) 
RN 693247-22-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3-methyl-2H-pyran-4-yl ) amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



CF 3 



# HC1 



RN 693247-24-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
ethyltetrahydro-2H-pyran-4-yl ) amino] -1- ( 1-methylethyl ) -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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# HCl 



RN 693247-26-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
f luorotetrahydro-2H-pyran-4-yl ) amino] -1- ( 1 -methyl ethyl ) -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-28-8 HCAPLUS 

CN Pentitol, 1, 5-anhydro-3- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 
methylethyl) cyclopentyl] amino] -4-C- (trif luoromethyl ) -2, 3-dideoxy-, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-30-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (tetrahydro-3-propyl-2H-pyran-4-yl ) amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 




# HCl 



0 




# HCl 
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Absolute stereochemistry. 




# HC1 



RN 693247-32-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3 , 3-dimethyl-2H-pyran-4-yl ) amino] -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-34-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ [tetrahydro-3- (trif luoromethyl ) -2H-pyran-4-yl ] amino] -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-40-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 




# HC1 




# HC1 
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methylethyl ) -3- [ (tetrahydro-2H-pyran-3-yl) amino] -, hydrochloride (1:1), 
(1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-43-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-2H-thiopyran-4-yl ) amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-45-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (tetrahydro-1 , l-dioxido-2H-thiopyran-4-yl ) amino] -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




# HC1 




# HC1 




# HC1 
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RN 693247-47-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- (4-oxepanylamino) -, hydrochloride (1:1), (1S,3R)- (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-49-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3-furanyl) amino] -, hydrochloride (1:1), 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-53-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methyl ethyl ) -3- [ (tetrahydro-3-thienyl) amino] -, hydrochloride (1:1), 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




# HC1 



0 




# HC1 



0 




# HC1 
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RN 693247-57-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

(cyclohexylamino)-l-(l-methylethyl)-, hydrochloride (1:1), (1S,3R)- (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-61-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

(cycloheptylamino) -1- (1-methylethyl) -, hydrochloride (1:1), (1S,3R)- (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693247-63-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

(cyclopentylamino)-l- (1-methylethyl)-, hydrochloride (1:1), (1S,3R)- (CA 
INDEX NAME) 

Absolute stereochemistry. 




# HC1 




• HC1 
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# HCl 



RN 693247-65-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

(cyclobutylamino)-l-(l-methylethyl)-, hydrochloride (1:1), (1S,3R)- (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-70-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (2, 3-dihydro-lH-inden-2-yl ) amino] -1- ( 1-methylethyl ) -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-72-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ ( 2 , 3-dihydro-lH-inden-l-yl ) amino] -1- ( 1-methylethyl ) -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 



0 




# HCl 




# HCl 
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# HCl 



RN 693247-74-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (3, 4-dihydro-2H-l-benzopyran-4-yl) amino] -1- ( 1-methylethyl ) -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-76-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (1,2,3, 4-tetrahydro-2-naphthalenyl ) amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




# HCl 




# HCl 



Page 151 of 249 



Serial No.: 10/585,232 



RN 693247-78-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl ) -3- [ (tetrahydro-2-methyl-2H-pyran-4-yl ) amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



0 




# HC1 



RN 693273-54-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3 , 5-dimethyl-2H-pyran-4-yl ) amino] -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



Me 0 

CF 3 



RN 1149374-66-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1 
methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, hydrochloride (1:1), 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




# HC1 
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RN 1149374-67-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl ) -3- [ [ (tetrahydro-2H-pyran-4-yl)methyl] amino] -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 1149374-68-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- (4-piperidinylamino) -, hydrochloride (1:?), (1S,3R)- (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 1149374-69-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
cyclopropyltetrahydro-2H-pyran-4-yl) amino] -1- ( 1 -methyl ethyl ) -, 
hydrochloride (1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




# HC1 




#x HC1 
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# HCl 



RN 1149374-70-8 HCAPLUS 

CN Pentitol, 1, 5-anhydro-3- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 

methylethyl) cyclopentyl] amino] -2, 3-dideoxy-, hydrochloride (1:1) (CA 

INDEX NAME ) 

Absolute stereochemistry. 



RN 1149374-72-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ [ (3S, 4S) -tetrahydro-3-methyl-2H-pyran-4-yl ] amino] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 1149374-73-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ [ (3R, 4R) -3-ethyltetrahydro-2H-pyran-4-yl] amino] -1- ( 1-methylethyl ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




# HCl 



o 
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o 




.CF 3 



RN 1149374-74-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] 
[ [ (3S, 4S) -3-ethyltetrahydro-2H-pyran-4-yl] amino] -1- ( 1-methylethyl ) - 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 1149374-75-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] 
[ [ (3R, 4R) -3-f luorotetrahydro-2H-pyran-4-yl] amino] -1- ( 1-methylethyl ) 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




-CF3 



RN 1149374-76-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] 
[ [ (3S, 4S) -3-f luorotetrahydro-2H-pyran-4-yl] amino] -1- ( 1-methylethyl ) 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



dr. 



Et 




,CF 3 




-CF3 
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RN 1151469-20-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- (3-oxetanylamino) -, (1S,3R)-, 2 , 2 , 2-trif luoroacetate (1:1) 
(CA INDEX NAME ) 

CM 1 

CRN 693247-54-0 

CMF C21 H26 F6 N2 02 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 




IT SS3245-SS--8P SSG7.97-45-:iP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(design, synthesis, and structure-activity relationship of novel 
tetrahydropyranylaminocyclopentanecarboxamides as CCR2 antagonists) 
RN 693245-66-8 HCAPLUS 
CN Carbamic acid, [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 

methylethyl) cyclopentyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 
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RN 860797-45-1 HCAPLUS 

CN Cyclopentanecarboxamide, 3-amino-N- [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] -1- ( 1 -methyl ethyl ) -, hydrochloride 
(1:1), (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




...... NH2 



# HC1 
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STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

B Compds. I [A = R82C, C(:0), NR8, O; B = R22C, O, S(:0), S02, NS02R14, 

NC(:0)R13, NC( :0)NR122,C( :0) ; D, X = C, N; E = (CH2)n; G = CH:CH, CH2CH2; Y = 
O, R12N, S, S(:0), S02, R112C, etc.; n = 0-2; Rl = H, NC, (un) substituted 
alkyl, heterocyclyl, Ph, R122N, R13C ( : O) N (R12 ) , R14S02N (R12 ) , R11C(:0), 
R122NC(:0); R2 = H, alkyl, F, HO, heterocyclyl, R13C(:0)NH, etc.; R3 , R4 = 
absent, H, (un) substituted alkyl, HO, CI, O, etc.; R5 = (un) substituted alkyl, 
alkoxy, alkylcarbonyl , alkylthio, pyridyl, etc.; R8 = H, alkyl, 

(un) substituted alkylcarbonylalkyl; Rll = HO, H, (un) substituted alkyl, 
alkoxy, cycloalkyl, benzyl, phenyl; R12 = H, (un) substituted alkyl, benzyl, 
Ph, cycloalkyl; R13 = H, (un) substituted alkyl, alkoxy, benzyl, Ph, 
cycloalkyl; R14 = H, HO, (un) substituted alkyl, benzyl, Ph, cycloalkyl; R15 = 
H, (un) substituted alkyl; R16 = H, (un) substituted alkyl, alkoxy, cycloalkyl, 
F, HO, etc.; R17 = H, HO, (un) substituted alkyl, alkoxy, R11C(:0); R18 = H, F, 

(un) substituted alkyl, cycloalkoxy, alkoxy; R16 and either R17 or R18 may be 
joined in a ring] such as II are prepared as modulators of cytokine receptors 
such as CCR2 for the treatment of inflammatory and immune system disorders 
such as rheumatoid arthritis. Coupling of 

(tert-butoxy) (trif luoromethyl) benzylamine III and nonracemic 

(tetrahydropyranylamino) cyclopentanecarboxylic acid IV followed by cleavage of 
the tert-Bu group, cyclocondensation with paraformaldehyde, and cleavage of 
the trif luoroacetamide yields II as its hydrochloride salt. Ill is prepared 
by nucleophilic substitution of 2-fluoro-5- (trif luoromethyl ) benzonitrile with 
potassium tert-butoxide followed by hydrogenation of the nitrile moiety. IV 
is prepared by Boc protection of the amine moiety of V, benzylation of the 
carboxylic acid group, cleavage of the Boc group, reductive amination of the 
amine with tetrahydropyran-4-one, trif luoroacetylation of the secondary amine, 
stereoselective alkylation of the ester with potassium 

bis (trimethylsilyl ) amide and iso-Pr iodide, and hydrogenolysis of the benzyl 
ester; a second route to IV is also described. Compds. of the invention 
inhibit CCR2 with IC50 values of < 1 (JM (no data) . 



7 S 5 2 .9 7 - 9 0 - 3 » 7 652 97 ~ 9 1 - •. T- 7 6 5 S 9 7 ~ 9 3 - 6 Y- 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
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(Reactant or reagent) 

(preparation of (tetrahydropyranylamino) cyclopentanecarbonyl-substituted 
fused azaheterocycles as modulators of cytokine receptors such as CCR2 
for the treatment of inflammatory and immune system diseases such as 
rheumatoid arthritis) 
RN 765297-58-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [2- (1, 1-dimethylethoxy ) -5- 

(trif luoromethyl ) phenyl ] methyl] -1- ( 1-methylethyl ) -3- [ (tetrahydro-2H-pyran- 
4-yl) (2, 2, 2-trifluoroacetyl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 765297-59-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 2-hydroxy-5- (trif luoromethyl ) phenyl ] methyl ] -1- 
( 1-methylethyl ) -3- [ (tetrahydro-2H-pyran-4-yl ) (2,2, 2-trifluoroacetyl) amino] - 
, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 765297-61-8 HCAPLUS 

CN Cyclopentanecarboxamide, 1- [ 1- (acetyloxy) ethyl] -N- [ [2- ( 1, 1-dimethylethoxy) - 
5- (trif luoromethyl) phenyl] methyl] -3- [ (tetrahydro-2H-pyran-4-yl ) (2,2,2- 
trifluoroacetyl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 765297-63-0 HCAPLUS 

CN Cyclopentanecarboxamide, 1- [ 1- (acetyloxy) ethyl ] -N- [ [ 2 -hydroxy- 5 - 

(trif luoromethyl ) phenyl ] methyl ] -3- [ (tetrahydro-2H-pyran-4-yl ) (2,2,2- 
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trifluoroacetyl) amino] -, (1S,3R)- (CA INDEX NAME) 
Absolute stereochemistry. 




RN 765297-71-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 2 - [ ( 1 , 1 -dimethyl ethyl ) thio ] -5- 

(trif luoromethyl ) phenyl ] methyl ] -1- ( 1 -methyl ethyl ) -3- [ (tetrahydro-2H-pyran- 
4-yl) (2, 2, 2-trifluoroacetyl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 765297-72-1 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-methylethyl ) -N- [ [ 2- [ ( 2-nitrophenyl ) dithio] -5- 
(trifluoromethyl)phenyl]methyl] -3- [ (tetrahydro-2H-pyran-4-yl ) (2, 2, 2- 
trifluoroacetyl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 765297-76-5 HCAPLUS 

CN Cyclopentanecarboxamide, 1- [ ( IS) -1- (acetyloxy) ethyl] -N- [ [2- [ (1, 1- 

dimethylethyl ) thio] -5- (trif luoromethyl ) phenyl ] methyl] -3- [ (tetrahydro-2H- 
pyran-4-yl) (2, 2, 2-trifluoroacetyl) amino]-, (1S,3R)- (CA INDEX NAME) 
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RN 765297-77-6 HCAPLUS 

CN Cyclopentanecarboxamide, 1- [ (1R) -1- (acetyloxy ) ethyl] -N- [ [2- [ (1, 1- 

dimethylethyl) thio] -5- (trif luoromethyl) phenyl ] methyl ] -3- [ (tetrahydro-2H- 
pyran-4-yl) (2, 2, 2-trif luoroacetyl ) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 765297-78-7 HCAPLUS 

CN Cyclopentanecarboxamide, 1- [ ( IS) -1- (acetyloxy) ethyl ] -N- [ [2- [ (2- 

nitrophenyl )dithio]-5- (trif luoromethyl ) phenyl ] methyl ] -3- [ (tetrahydro-2H- 
pyran-4-yl) (2, 2, 2-trif luoroacetyl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 765297-79-8 HCAPLUS 

CN Cyclopentanecarboxamide, 1- [ ( 1R) -1- (acetyloxy ) ethyl ] -N- [ [2-[ (2- 

nitrophenyl )dithio]-5- (trif luoromethyl) phenyl ] methyl ] -3- [ (tetrahydro-2H- 
pyran-4-yl) (2, 2, 2-trif luoroacetyl) amino]-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 765297-84-5 HCAPLUS 

CN Pentitol, 1 , 5-anhydro-2 , 3-dideoxy-3- [ [ ( 1R, 3S ) -3- [ [ [ [ 2- [ ( 1 , 1- 

dimethyl ethyl ) thio] -5- (trif luoromethyl) phenyl ] methyl ] amino] car bony 1 ] -3- ( 1- 
methylethyl ) cyclopentyl ] (trif luoroacetyl) amino] -4-O-methyl- (9CI) (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 765297-85-6 HCAPLUS 

CN Pentitol, 1 , 5-anhydro-2 , 3-dideoxy-4-0-methyl-3- [ [ (1R, 3S ) -3- ( 1-methylethyl ) - 
3- [ [ [ [2- [ (2-nitrophenyl)dithio] -5- 

(trif luoromethyl) phenyl] methyl] amino] carbonyl] cyclopentyl] (trif luoroacetyl 
) amino]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 765297-90-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 2-amino-5- (trif luoromethyl ) phenyl ] methyl ] -1- 
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(l-methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl ) (2,2, 2-trif luoroacetyl ) amino] - 
, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 765297-91-4 HCAPLUS 

CN Cyclopentanecarboxamide, 1- (l-methylethyl) -N- [ [2- [ (methylsulf onyl ) amino] -5- 
(trifluoromethyl)phenyl]methyl] -3- [ (tetrahydro-2H-pyran-4-yl ) (2, 2, 2- 
trif luoroacetyl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 765297-93-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 2-amino-5- (trif luoromethyl ) phenyl ] methyl ] -1- 
( l-methylethyl) -3- [methyl (tetrahydro-2H-pyran-4-yl) amino] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 765298-02-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ ( 5-chloro-2-hydroxyphenyl ) methyl ] -1- (1- 

methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl) (2,2, 2-trif luoroacetyl ) amino] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The title compds . (I) [A = C, N; D, E = independently C, N, 0, SO, or S02, 
where by a fused carbocycle is formed if A, D and E are all C, where by a 
fused heterocycle is formed if at least one of A, D, or E is N, 0, or S; X = 
0, N, S, S02, C; Rl = H, Cl-6 alkyl, CO-6 alkyl-O-Cl-6 alkyl, CO-6 alkyl-S-Cl- 
6 alkyl, CO-6 alkyl-C3-7 cycloalkyl-CO-6 alkyl, hydroxy, heterocycle, cyano, 
NH2, acylamino, sulf onylamino, acyl, C0NH2, etc.; if D = C, then R2 = H, Ph, 
oxo, (un) substituted Cl-3 alkyl or alkoxy; if D = N, then R2 = H, Ph, oxo, 
(un) substituted Cl-3 alkyl or alkoxy; if D = 0, SO, or S02, then R2 is absent; 
if E = C, then R3 = H, HO, CI, F, Br, Ph, oxo, (un) substituted Cl-3 alkyl or 
alkoxy; if E = N, then R3 = H, Ph, oxo, or (un) substituted Cl-3 alkyl or 
alkoxy; R4 = CI, F, Br, Ph, (un ) substituted Cl-3 alkyl or Cl-3 alkoxy; R5 = 
Cl-6 alkyl, Cl-6 alkoxy, Cl-6 alkylcarbonyl , Cl-6 alkylthio, pyridyl, F, CI, 
Br, C4-6 cycloalkyl, C4-6 cycloalkoxy, Ph, etc.; R6 = H, HO, CI, F, Br, Ph, 
(un) substituted Cl-3 alkyl or alkoxy, etc.; R7 = H, phenyl-, heterocyclyl-, 
C3-7 cycloalkyl-, acyl-, or sulfo-CO-6 alkyl, etc.; when X = 0, then R7 is 
absent; R8 = H, HO, Cl-6 alkyl, hydroxy-Cl-6 alkyl, Cl-3 alkoxy, acyl, NH2, 
cyano, etc.; R9, RIO = H, HO, Cl-6 alkyl or alkoxy, benzyl, Ph, etc.; m, n = 
0-2] and pharmaceutically acceptable salts thereof and individual 
diastereomers thereof are prepared These compds. are useful as modulators of 
the chemokine receptor CCR-2 and could be useful in the prevention or 
treatment of certain inflammatory and immunoregulatory disorders and diseases, 
allergic diseases, atopic conditions including allergic rhinitis, dermatitis, 
conjunctivitis, and asthma, as well as autoimmune pathologies such as 
rheumatoid arthritis and atherosclerosis (no data). Thus, intermediate (II) 
was cyclocondensed with paraformaldehyde in the presence of p-MeC6H4S03H in 
toluene under refluxing for 18 h with removal of water using a Dean-Stark trap 
to give the precursor (III; R = C0CF3) which was treated with NaBH4 in ethanol 
at room temperature for 18 h to give, after HPLC purification and treatment 
with HCl/Et20, III.xHCl (R = H) . 

IT V \ bb IP 754241-66-2P 754241-67-3P 

754241 - 7 0 - 8 P 7542 4 1 - 7 2 •• OP 754241-74-2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of aminocyclopentyl fused heterotr icyclic amide derivs. as 
modulators of chemokine receptor activity) 
RN 754241-65-1 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-methylethyl ) -3- [ (tetrahydro-2H-pyran-4- 

yl) (2,2,2-trifluoroacetyl) amino] -N- [ [5- (trif luoromethyl ) -lH-benzimidazol-7- 
yl]methyl]-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 754241-66-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 2 , 3-dihydro-2-oxo-6- (trif luoromethyl ) -1H- 
benzimidazol-4-yl ] methyl ] -1- ( 1-methylethyl ) -3- [ (tetrahydro-2H-pyran-4- 
yl) (2, 2, 2-trifluoroacetyl) amino] -, (1S,3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 754241-67-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 1 , 3-dihydro-2 , 2-dioxido-6- (trif luoromethyl ) - 
2,1, 3-benzothiadiazol-4-yl] methyl] -1- ( 1-methylethyl ) -3- [ (tetrahydro-2H- 
pyran-4-yl) ( 2 , 2 , 2-trif luoroacetyl ) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 754241-70-8 HCAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 

2,3-dihydro-4-[ [ [ [ ( IS , 3R) -1- ( 1-methylethyl ) -3- [ (tetrahydro-2H-pyran-4- 

yl) (2,2, 2-trifluoroacetyl) amino] cyclopentyl] carbonyl] amino] methyl] -2-oxo-6- 

(trif luoromethyl) -, phenylmethyl ester (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 754241-72-0 HCAPLUS 

CN 2, 1, 3-Benzothiadiazole-l (3H) -carboxylic acid, 

4- [ [ [ [ (IS, 3R) -1- (1-methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl ) (2,2,2- 

trif luoroacetyl ) amino] cyclopentyl] carbonyl] amino] methyl] -6- 

(trif luoromethyl) -, phenylmethyl ester, 2,2-dioxide (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 754241-74-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [2, 3-dihydro-l-methyl-2-oxo-6- 

(trif luoromethyl ) -lH-benzimidazol-4-yl ] methyl ] -1- (1-methylethyl) -3- 

[ (tetrahydro-2H-pyran-4-yl) (2, 2, 2-trif luoroacetyl) amino] -, (IS, 3R) - (CA 

INDEX NAME) 

Absolute stereochemistry. 
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OS. CITING REF COUNT: 1 THERE ARE 1 CAPLUS RECORDS THAT CITE THIS RECORD 

(1 CITINGS) 

REFERENCE COUNT: 2 THERE ARE 2 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



Page 168 of 249 



Serial No.: 10/585,232 

Structure Search 



=> FILE HCAPLUS 

FILE 'HCAPLUS' ENTERED AT 15:14:18 ON 05 NOV 2009 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2 0 09 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 5 Nov 2009 VOL 151 ISS 19 

FILE LAST UPDATED: 4 Nov 2009 (20091104/ED) 

REVISED CLASS FIELDS (/NCL) LAST RELOADED: Aug 2009 

USPTO MANUAL OF CLASSIFICATIONS THESAURUS ISSUE DATE: Aug 2009 

HCAplus now includes complete International Patent Classification (IPC) 
reclassification data for the third quarter of 2009. 

CAS Information Use Policies apply and are available at: 

http: v/vrw.ca :,oi.q i. -- ; A i.nt: A i . ;j t ad 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 

During November, try the new LSUS format of legal status information 

in the CA/CAplus family databases for free! Complete details on the 

number of free displays and other databases participating in this 
offer appear in NEWS 10. 

'OBI' IS DEFAULT SEARCH FIELD FOR 'HCAPLUS' FILE 

=> D STAT QUE Lll 
LI STR 



N 




Gl C,N 



Structure attributes must be viewed using STN Express query preparation. 
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L5 545 SEA FILE=REGISTRY SSS FUL LI 

L7 STR 




Gl C,N 



Structure attributes must be viewed using STN Express query preparation. 

L9 462 SEA FILE=REGISTRY SUB=L5 SSS FUL L7 

Lll 7 SEA FILE=HCAPLUS SPE=ON ABB=ON PLU=ON L9 



=> S Lll NOT L21 

L31 1 Lll NOT L21 

=> FILE WPIX 

FILE 'WPIX' ENTERED AT 15:14:35 ON 05 NOV 2009 
COPYRIGHT (C) 2009 THOMSON REUTERS 

FILE LAST UPDATED: 2 NOV 2009 <20091102/UP> 

MOST RECENT UPDATE: 200970 <200970/DW> 

DERWENT WORLD PATENTS INDEX SUBSCRIBER FILE, COVERS 1963 TO DATE 

>>> Now containing more than 1.4 million chemical structures in DCR <<< 

>>> IPC, ECLA, US National Classifications and Japanese F-Terms 
and FI-Terms have been updated with reclassifications to 
mid-June 2009. 

No update date (UP) has been created for the reclassified 

documents, but they can be identified by 

specific update codes (see HELP CLA for details) <<< 

FOR A COPY OF THE DERWENT WORLD PATENTS INDEX STN USER GUIDE, 
PLEASE VISIT: 

FOR DETAILS OF THE PATENTS COVERED IN CURRENT UPDATES, SEE 

http : //scient i f i c . to opsone cot er s . com '''supper t /pat: onto /'cover oge / r at ectupdat e.c/ 

EXPLORE DERWENT WORLD PATENTS INDEX IN STN ANAVIST, VERSION 2.0: 
ht t p : www . st' n--int ema': lonal . cofu D^PIAnft^l::-; 2 ...0 6 0 8 . OeoeL 

>>> HELP for European Patent Classifications see HELP ECLA, HELP ICO <<< 
' BI , ABEX ' IS DEFAULT SEARCH FIELD FOR 'WPIX' FILE 

=> D STAT QUE L2 4 
L7 STR 
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Gl C,N 



Structure attributes must be viewed using STN Express query preparation. 



L23 131 SEA FILE=WPIX SSS FUL L7 

L2 4 3 SEA FILE=WPIX SPE=ON ABB=ON PLU=ON L23/DCR 

=> S L24 NOT L25 

L32 0 L24 NOT L25 



=> FILE MARPAT 

FILE 'MARPAT' ENTERED AT 15:14:54 ON 05 NOV 2009 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2009 American Chemical Society (ACS) 

FILE CONTENT: 1961-PRESENT VOL 151 ISS 17 (20091030/ED) 

MARPAT RECORDS ARE DERIVED FROM INPI DATA FOR 1961-1987 

MOST RECENT CITATIONS FOR PATENTS FROM MAJOR ISSUING AGENCIES 
(COVERAGE TO THESE DATES IS NOT COMPLETE) : 

US 20090233972 17 SEP 2009 
DE 102008014117 17 SEP 2009 
EP 2100589 16 SEP 2009 

JP 2009215171 24 SEP 2009 
WO 2009116098 24 SEP 2009 
GB 2457820 02 SEP 2009 

FR 2928371 11 SEP 2009 

RU 2366648 10 SEP 2009 

CA 2653107 08 AUG 2009 

The new MARPAT User Guide is now available at: 
h i . - r . 

=> D STAT QUE L29 
L7 STR 
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Gl C,N 



Structure attributes must be viewed using STN Express query preparation. 
L29 25 SEA FILE=MARPAT SSS FUL L7 

100.0% PROCESSED 82488 ITERATIONS 25 ANSWERS 

SEARCH TIME: 00.00.32 



=> DUP REM L31 L32 L29 
L32 HAS NO ANSWERS 

FILE 'HCAPLUS' ENTERED AT 15:15:06 ON 05 NOV 2009 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2 0 09 AMERICAN CHEMICAL SOCIETY (ACS) 

FILE 'MARPAT' ENTERED AT 15:15:06 ON 05 NOV 2009 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2009 American Chemical Society (ACS) 

PROCESSING COMPLETED FOR L31 

PROCESSING COMPLETED FOR L32 

PROCESSING COMPLETED FOR L29 

L33 26 DUP REM L31 L32 L29 (0 DUPLICATES REMOVED) 

ANSWER '1' FROM FILE HCAPLUS 
ANSWERS '2-26' FROM FILE MARPAT 



=> D IBIB ED ABS HITSTR 1; D IBIB AB QHIT 2-26 



L33 ANSWER 1 OF 26 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE(S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 
FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



HCAPLUS COPYRIGHT 2009 ACS on STN 

2004:1124588 HCAPLUS Full- text 
142:69197 

CCR-2 antagonists for treatment of neuropathic pain 
Abbadie, Catherine; Lindia, Jill Ann; Wang, Hao 
Merck & Co., Inc., USA 
PCT Int. Appl., 304 pp. 
CODEN: PIXXD2 
Patent 
English 



PATENT NO. KIND DATE APPLICATION NO. 



WO 2004110376 A2 20041223 WO 2004-US17499 

WO 2004110376 A3 20050224 
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W: AE, 
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AM, 


AT, 


AU, 






BB, BG, 


BR, BW, 
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US 20060205761 




Al 




20060914 




US 2005- 


559701 




20051206 


xITY APPLN. 


INFO 














US 2003- 


476391P 




P 20030606 


















US 2003- 


531637P 




P 20031222 


















WO 2004- 


US17499 




W 20040602 



OTHER SOURCE(S): MARPAT 142:69197 

ED Entered STN: 23 Dec 2004 

AB The invention is directed to methods of treating neuropathi 
neuropathic diseases and conditions with CCR-2 antagonists 
composition containing CCR-2 antagonists. 
IT 693273-50-6 

RL: PRPH (Prophetic) 

(CCR-2 antagonists for treatment of neuropathic pain) 
RN 693273-50-6 HCAPLUS 

CN Cyclobutanecarboxylic acid, 3- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 
methylethyl) cyclopentyl] amino] - (CA INDEX NAME) 

Absolute stereochemistry. 



c pain and other 
and pharmaceutical 



633246- 07-0? 

693246-25-2P 
63324S-23-5P 

693246- 31 -OP 
69324 ? ,?v IV 

693247- 31 3 V 
693247-37-9? 

633247- 44-3? 



6932 4 6-05-8P 
■0S-2P 

373246-26-3P 
63324S-23-6P 
633247-21-1P 
693247-27 7? 
69324 7-33 -9? 
693247-33-1? 



693246- 
693246 
693246' 
893246 
633246 
€33247 
693247- 
693247- 
633247- 



•76-97 
-10-5P 
-18-3P 
-21-8P 
-24--1P 
-27--4F 
■3G-9P 
■23-3P 
■2S-3P 
-35-7P 
■42- 6P 
■48-2P 
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893248--00---SP 
< 3 > 
693273-57-3P 
808144--61--8P 
808144-64--1F 
808144-67 --4F 
808I44-70-9P 



693247-96-GP 
SS3248--Q1---QP 
SS3273--53--3P 
808144--5S-4P 
808144--62--9P 
808144-6S--2P 
808144-68-SP 
808144-71-OP 
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S93247-98-2P 
SS3273--47-1P 
633273-55-11? 
S08144-60-7P 
808144-63-0P 
800144-66-3P 
808144-64- 8P 



RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(CCR2 antagonists for treatment of neuropathic pain) 
693246-04-7 HCAPLUS 

Cyclopentanecarboxamide, N- [ [ 3-f luoro-5- (trif luoromethyl ) phenyl ] methyl ] - 
(3-methoxyphenyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] - (CA INDEX NAME) 



Me0 \^^ CF 3 



RN 693246-05-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl] -1- (3- 
methoxyphenyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX NAME) 



693246-06-9 HCAPLUS 
Cyclopentanecarboxamide, 
[ (tetrahydro-2H-pyran-4- 



N- [ [3-fluoro-5- (trif luoromethyl ) phenyl ] methyl ] - 
yl) amino] -1- ( 2-thienyl ) - (CA INDEX NAME) 



CF 3 



693246-07-0 HCAPLUS 

Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] 
[ (tetrahydro-2H-pyran-4-yl) amino] -1- (2-thienyl) - (CA INDEX NAME) 
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.'c— NH— CH2 tl 




RN 693246-09-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (tetrahydro-2H-pyran-4-yl) amino] -1- ( 3-thienyl ) - (CA INDEX NAME ) 



RN 693246-10-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-fluoro-5- (trif luoromethyl ) phenyl ] methyl ] -1- 
phenyl-3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX NAME) 



RN 693246-11-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- 
phenyl-3- [ (tetrahydro-2H-pyran-4-yl) amino] - (CA INDEX NAME) 



RN 693246-17-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-chloro-5- (trif luoromethyl ) phenyl ] methyl ] -1- 
(1-hydroxy-l-methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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ci 



RN 693246-18-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- ( [1,1' -biphenyl ] -3-ylmethyl ) -1- ( 1-hydroxy-l- 
methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (1S,3R)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 



RN 693246-19-4 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-hydroxy-l-methylethyl ) -3- [ (tetrahydro-2H- 
pyran-4-yl) amino] -N- [ [3- (trif luoromethoxy) phenyl ] methyl ] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693246-20-7 HCAPLUS 

CN Cyclopentanecarboxamide, 1- ( 1-hydroxy-l-methylethyl ) -3- [ (tetrahydro-2H- 
pyran-4-yl) amino] -N- [ [3- [5- (trif luoromethyl ) -lH-tetrazol-1- 
yl] phenyl] methyl] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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'CF 3 



RN 693246-21-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-fluoro-5- (trif luoromethyl ) phenyl ] methyl ] 
(1-hydroxy-l-methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl ) amino] -, (IS, 3R) 
(CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693246-22-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ (3, 5-dichlorophenyl ) methyl ] -1- ( 1-hydroxy-l- 
methylethyl) -3- [ (tetrahydro-2H-pyran-4-yl) amino] -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693246-23-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-fluoro-5- (trif luoromethyl ) phenyl ] methyl ] 
(1-hydroxy-l-methylethyl) -3- [ (tetrahydro-3-methyl-2H-pyran-4-yl ) amino] - 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



o 





Page 177 of 249 



Serial No.: 10/585,232 




RN 693246-24-1 HCAPLUS 

CN Pentitol, 1 , 5-anhydro-2 , 3-dideoxy-3- [ [ (1R, 3S) -3- [ [ [ [3-f luoro-5- 
(trif luoromethyl ) phenyl ] methyl ] amino ] car bony 1 ] -3- ( 1 -hydroxy- 1- 
methylethyl) cyclopentyl] amino] -, 4- ( 3-chlorobenzoate ) (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry. 




RN 693246-25-2 HCAPLUS 

CN Cyclopentanecarboxamide, 3- [ ( 3-f luorotetrahydro-2H-pyran-4-yl ) amino ] -N- 
fluoro-5- (trif luoromethyl) phenyl] methyl] -1- ( 1-hydroxy-l -methyl ethyl ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



o 




RN 693246-26-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3-f luoro-5- (trif luoromethyl ) phenyl ] methyl ] 
( 1-hydroxy-l -methyl ethyl ) -3- [ [tetrahydro-3- (trif luoromethyl ) -2H-pyran-4 
yl] amino]-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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, F 



RN 693246-27-4 HCAPLUS 

CN Cyclopentanecarboxamide, 3- ( cyclohexylamino ) -N- [ [3-f luoro-5- 

(trif luoromethyl ) phenyl ] methyl ] -1- ( 1-hydroxy-l -methyl ethyl ) -, ( IS, 3R) - 
(CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693246-28-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (2- 
hydroxycyclohexyl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693246-29-6 HCAPLUS 

CN Cyclopentanecarboxylic acid, 3- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 
methylethyl) cyclopentyl] amino] -, methyl ester (CA INDEX NAME) 

Absolute stereochemistry. 






•OMe 
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RN 693246-30-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (l-methyl-4-piperidinyl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693246-31-0 HCAPLUS 

CN Cyclopentanecarboxamide, 3- [ ( l-acetyl-4-piper idinyl ) amino] -N- [[3,5- 

bis(trifluoromethyl)phenyl]methyl]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693247-21-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3-methyl-2H-pyran-4-yl) amino] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693247-23-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
ethyltetrahydro-2H-pyran-4-yl) amino] -1- ( 1-methylethyl ) -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 





o 
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CF3 



RN 693247-25-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- 

f luorotetrahydro-2H-pyran-- 

INDEX NAME ) 

Absolute stereochemistry. 



[ [3, 5-bis (trifluoromethyl) phenyl] methyl] -3- [ (3- 
-yl) amino] -1- (1-methylethyl) -, (1S,3R)- (CA 




RN 693247-27-7 HCAPLUS 

CN Pentitol, 1 , 5-anhydro-3- [ [ ( 1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 

methylethyl) cyclopentyl] amino] -4-C- (trifluoromethyl ) -2 , 3-dideoxy- (9CI ) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 693247-29-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trifluoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3-propyl-2H-pyran-4-yl) amino] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 693247-31-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3 , 3-dimethyl-2H-pyran-4-yl ) amino] -, (IS, 3R) - 
(CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-33-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ [tetrahydro-3- (trif luoromethyl ) -2H-pyran-4-yl ] amino] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-35-7 HCAPLUS 

CN 2H-Pyran-3-carboxylic acid, 4- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 

methylethyl) cyclopentyl] amino] tetrahydro-, ethyl ester (CA INDEX NAME) 
Absolute stereochemistry. 
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EtO, 




.CF3 



RN 693247-37-9 HCAPLUS 

CN 2H-Pyran-3-carboxylic acid, 4- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 
methylethyl) cyclopentyl] amino] tetrahydro- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-39-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (tetrahydro-2H-pyran-3-yl) amino] -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693247-42-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-2H-thiopyran-4-yl ) amino] -, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




.CF3 




.CF3 
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RN 693247-44-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl ) -3- [ (tetrahydro-1 , l-dioxido-2H-thiopyran-4-yl ) amino] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-46-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl)-3-(4-oxepanylamino)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-48-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3-furanyl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 693247-50-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ [ (tetrahydro-3-furanyl)methyl] amino] -, (1S,3R)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 



RN 693247-52-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-3-thienyl) amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-54-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- I [3, b-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- (3-oxetanylamino) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-56-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
(cyclohexylamino)-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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tF3 



RN 693247-58-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3 
methylcyclohexyl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 693247-60-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl (phenyl] methyl] -3 
(cycloheptylamino)-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-62-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3 
(cyclopentylamino)-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 693247-64-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
(cyclobutylamino)-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-66-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (cyclobutylmethyl) amino] -1- ( 1-methylethyl ) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-69-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

[ (2,3-dihydro-lH-inden-2-yl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 693247-71-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 

[ (2, 3-dihydro-lH-inden-l-yl) amino] -1- (1-methylethyl)-, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 693247-73-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (3, 4-dihydro-2H-l-benzopyran-4-yl) amino] -1- ( 1-methylethyl ) -, (IS, 3R) - 
(CA INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-75-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [(1,2,3, 4-tetrahydro-2-naphthalenyl ) amino ] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693247-77-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ (tetrahydro-2-methyl-2H-pyran-4-yl ) amino] -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 
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,CF 3 



RN 693247-79-9 HCAPLUS 

CN Hexonic acid, 2, 6-anhydro-4- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 

methylethyl) cyclopentyl] amino] -3, 4, 5-trideoxy-, methyl ester (9CI) (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-82-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ (2, 2-dimethyl-l, 3-dioxan-5-yl) amino] -1- ( 1-methylethyl ) -, (IS, 3R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 693247-84-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl)-3-(4-piperidinylamino)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



o 
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RN 693247-86-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
ethyltetrahydro-2H-pyran-4-yl) amino] -1- ( 1-hydroxy-l-methylethyl ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-88-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
f luorotetrahydro-2H-pyran-4-yl) amino] -1- (1-hydroxy-l-methylethyl) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-90-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
cyclopropyltetrahydro-2H-pyran-4-yl) amino] -1- (1-hydroxy-l-methylethyl ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 





o 
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RN 693247-92-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
hydroxy-l-methylethyl) -3- [ (tetrahydro-2H-pyran-3-yl) amino] -, (IS, 3R) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 693247-94-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl ) -3- [ (tetrahydro-2H-thiopyran-4-yl ) amino] -, (IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-96-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- 
[ ( 2 , 2 -dimethyl- 1 , 3-dioxan-5-yl ) amino] -1- ( 1 -hydroxy- 1 -methyl ethyl ) -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 693247-98-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
hydroxy-l-methylethyl ) -3- [ (tetrahydro-3-methyl-2H-thiopyran-4-yl ) amino] -, 
(1S,3R)- (CA INDEX NAME) 



O 
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Absolute stereochemistry. 




RN 693248-00-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [methyl (tetrahydro-3-methyl-2H-pyran-4-yl ) amino] -, (IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
Me Me O 



RN 693248-01-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
f luorotetrahydro-2H-pyran-4-yl) methylamino] -1- ( 1-methylethyl ) -, ( IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 693273-47-1 HCAPLUS 

CN Cyclohexanecarboxylic acid, 4- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trifluoromethyl)phenyl]methyl] amino] carbonyl] -3- (1- 
methylethyl) cyclopentyl] amino] -, ethyl ester (CA INDEX NAME) 

Absolute stereochemistry. 




F IV. 



Me O 




,CF3 
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EtO, 




,CF 3 



RN 693273-48-2 HCAPLUS 

CN Cyclobutanecarboxylic acid, 3- [ [ (1R, 3S) -3- [ [ [ [3, 5- 

bis (trif luoromethyl ) phenyl ] methyl] amino] car bony 1 ] -3- ( 1- 

methylethyl) cyclopentyl] amino] -, 1 , 1-dimethylethyl ester (CA INDEX NAME) 
Absolute stereochemistry. 



RN 693273-53-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl) -3- [ (tetrahydro-3, 5-dimethyl-2H-pyran-4-yl ) amino] -, (IS, 3R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 693273-55-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (4- 
methylcyclohexyl) amino] -1- ( 1-methylethyl ) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 





o 
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RN 693273-57-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (4- 
hydroxycyclohexyl) amino] -1- (1-methylethyl) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 808144-59-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- (phenylamino ) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 808144-60-7 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (4 
chlorophenyl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



CF 3 



RN 808144-61-8 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ [4- (methylthio ) phenyl ] amino] -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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MeS- 




RN 808144-62-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- [ [4- (methylsulfonyl ) phenyl ] amino] -, (1S,3R)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 



RN 808144-63-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methyl ethyl ) -3- [ [ 4 ' - (trif luoromethyl) [1,1' -biphenyl ] -4-yl ] amino] -, 
(1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 808144-64-1 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ ( 4 ' - 
fluoro[l,l'-biphenyl]-4-yl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 808144-65-2 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] -3- [ ( 2- 
chlorophenyl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 808144-66-3 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
chlorophenyl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



CF 3 



RN 808144-67-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ ( 2- 
methoxyphenyl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



S^ 1 
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RN 808144-68-5 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (3- 
methoxyphenyl) amino ]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 808144-69-6 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -3- [ (4- 
methoxyphenyl)amino]-l-(l-methylethyl)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



.XT 




RN 808144-70-9 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [ 3 , 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- ( 1- 
methylethyl) -3- (2-pyridinylamino) -, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 



CF 3 



RN 808144-71-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -1- (1- 
methylethyl)-3-(3-pyridinylamino)-, (1S,3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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PRIORITY APPLN. INFO.: US 2007-989856P 20071123 

US 2008-92553P 20080828 

AB Title compds. I [ring X = (un) substituted cycloalkyl; A = (un) substituted 

heteroaryl, aryl or heterocycloalkylaryl, Rl = (un) substituted alkyl, alkenyl, 
alkynyl, hydroxyalkyl , haloalkyl, etc.; R2 and R3 independently = H, CN, halo, 
carboxy, C(0)NH2, etc.; R4 = H, halo, OH, carboxy, NH2, etc.; R5 independently 
= H, halo, OH, carboxy, NH2, etc.; G = H, C(0)H, C(0)NH2, OC(0)NH2, alkyl, 
etc.], and their pharmaceutically acceptable salts, solvates or in vivo 
hydrolyzable esters, are prepared and disclosed. Thus, e.g., reaction of 3- 
( 4-cyanophenyl ) cyclohexanone with (+)-[ (R) -1- (naphthalen-l-yl ) ethyl ] amine to 
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gave 4- [3- [ [ (R) -1- (naphthalen-l-yl) ethyl] amino] cyclohexyl] benzonitrile which 
was subsequently treated with 28% aqueous NaOH under refluxing overnight gave 
II. II exhibited IC50 value of 250 nM in vitro in CaSR functional whole cell 
assay. As potent modulators of CaSR, I should prove useful in the treatment 
of diseases related to kidneys or bones. 



G2 -§-2 C 6\ G2 



32 S 

4 



G26 = cycloalkyl <containing 3-6 C> (opt. substd.) 
G33 = 133 



G50 = 205 



G54 = 225 



G56 = phenylene 

Patent location: claim 1 
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Note: or pharmaceutically acceptable salts, solvates, or 

in vivo hydrolyzable esters 
Note: additional derivatization also claimed 

Note: substitution is restricted 
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Title 


compds . I 


[X 


= O 


, s, 


S(O), etc.; 
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bond 
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CH2; Rl 
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ch 


R5 



independently = H, halo, OH, N02, etc.; each R6 independently = H, OH, SH, 
NH2, etc.; R7 = H, (un) substituted alkyl, alkoxy, etc.; n = 0 to 4], and their 
pharmaceutically acceptable salts, are prepared and disclosed as pesticides. 
Thus, e.g., II was prepared by addition of 2-aminoethanol with 5-Fluoro-2 , 3- 
dihydro-3-isothiocyanatobenzofuran. Select I were evaluated in cotton aphid 
mortality assays, e.g., II demonstrated at least 75% mortality at 300 ppm. 
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KR 2009096690 A 20090914 KR 2009-708871 20071213 

PRIORITY APPLN. INFO.: US 2006-870014P 20061214 

WO 2007-JP74475 20071213 
AB The invention relates to compds . of formula I or a salt thereof, which is 
useful as a CRTH2 antagonist, especially as a medicament for disorder that 
participates eosinophil, for example, allergic disorder such as asthma, 
allergic rhinitis, allergic dermatitis, conjunctival inflammation, Hives, 
eosinophilic bronchitis, food allergy, inflammation of the nasal sinuses, 
multiple sclerosis, angiitis, or chronic obstructive pulmonary disease (COPD) 
and the like. Compds. of formula I wherein if dashed bond is single and 
double bond then ring A is (un) substituted pyridinone, (un) substituted 
pyridazinone, (un) substituted oxazolidinone, (un) substituted thiazolidinone, 

(un) substituted imidazolidinone, etc.; if dashed bond is absent then A 
indicates acyclic amide derivs.; Yl and Y2 are independently Cl-6 

(hetero) alkylene, and C2-6 (hetero) alkenylene; El is H and (un) substituted 
phenyl; E2 is (un) substituted Ph and ( un ) substituted xanthenyl; E3 is 

(un) substituted (un) fused benzene ring; R4 is H, Cl-6 alkyl and alkali methyl; 
n is 0 and 1; and their pharmaceutically acceptable salts and prodrugs 
thereof, are claimed. Example compound II was prepared by a general procedure 

(procedure given). All the invention compds. were evaluated for their CRTH2 
antagonisitic and antiallergic activities (no data) . 
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AB The invention relates to cyclopentanecarboxylic acid derivs. of formula I, and 
related compds . , processes for the preparation thereof, pharmaceutical compns. 
containing the same, the use thereof optionally in combination with one or 
more other pharmaceutically active compds. as antibacterial agents for the 
therapy of infective diseases, and a method for the treatment of such 
diseases. The compds. of formula I are reducing selectively the pathogenicity 
of bacteria within the host, but without affecting the bacteria outside the 
host environment. Compds. of formula I wherein Rl is (un) substituted 
(hetero) arylaminocarbonyl, (un) substituted aryl-lower alkylaminocarbonyl , 
(di) alkylaminocarbonyl, heterocyclylaminocarbonyl , (un) substituted arylamino, 
etc.; R2 and R5 are independently H, Me, OH, lower alkyloxy, heterocyclyloxy , 
(un) substituted aryloxy, etc.; R3 and R4 are independently H and lower alkyl; 
R3 and R4 taken together forms C3-6 alkylene; R6 is OH, lower alkyloxy, lower 
heterocyclyloxy and amino and derivs.; and their salts thereof, are claimed. 
The example compound II was prepared by amidation of ( ± ) -camphor ic acid 
anhydride with 3- (trif luoromethoxy) aniline . All the invention compds. were 
evaluated for their antibacterial activity. From the assay, it was determined 
that example compound II exhibited an IC50 value of 12 jiM. 
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etc.; Rl = alkyl, OH, acyl, etc.; R2 = H, OH, halo, alkyl, alkoxy, etc.; R3 = 
H, alkyl, etc.; R4 = alkyl, aryl, cycloalkyl, heteroaryl, etc.] are prepared 
as modulators of chemokine receptors. The compds . of the invention, and 
compns. thereof, are useful in the treatment of diseases related to chemokine 
receptor expression and/or activity. Thus, II was prepared, and had IC50 
value of 19.8 nM against CCR2 . 
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AB The present invention is directed to 3-aminocyclopentanecarboxamides (shown as 
I; variables defined below; e.g. N- [ ( 1R, 3S) -3-isopropyl-3- [ [ 4- [3- 

(trif luoromethyl ) phenyl ] piper a z in- 1- yl] car bony 1 ] cyclopentyl ] -3- 
methoxytetrahydro-2H-pyran-4-amine (shown as II)) that are antagonists of 
chemokine receptors CCR2 and CCR5. The compds . of the invention, and compns. 
thereof, are useful in the treatment of diseases related to chemokine receptor 
expression and/or activity. Although the methods of preparation are not 
claimed, prepns. and/or characterization data for .apprx.30 examples of I are 
included. For example, II was prepared in 10 steps; earlier steps describe 
the preparation of 3-methoxytetrahydro-4H-pyran-4-one and (1R, 3S) -3- [ [4- [3- 

(tr if luoromethyl ) phenyl ] piper a z in- 1- yl ] car bony 1 ] cyclopentanamine 
bis (trif luoroacetate) , which react in the presence of Et3N and sodium 
triacetoxyborohydride to give II (92 % for this step). For I: a dashed line 
indicates an optional bond; W is divalent piperazine, tetrahydropyridine or 
piperidine; V is N, NO or CR5; X is N, NO or CR2 ; Y is N, NO or CR3 ; Z is N, 
NO or CR4; wherein no more than one of V, X, Y and Z is NO; Rl is Cl-6 alkyl, 
Cl-6-haloalkyl, Cl-6 hydroxyalkyl, -(CO-6 alkyl ) -0- (Cl-6 alkyl), -(CO-6 
alkyl) -S- (Cl-6 alkyl), -(CO-6 alkyl)-(C3-7 cycloalkyl ) - (CO-6 alkyl), OH, OR10, 
SR10, COR11, CO2R10, CONR10R12, carbocyclyl, heterocyclyl , CN, NR10R12, 
NR10SO2R10, NR10COR10, NR10CO2R10, NR10CONR12, CR1 0R1 1C02R1 0 or CR1 0R1 10COR1 0 ; 
R2, R3, R4, R5 and R6 = H, OH, halo, Cl-6 alkyl, Cl-6 haloalkyl, Cl-6 alkoxy, 
Cl-6 haloalkoxy, Cl-6 thioalkoxy, NR10R12, NR10CO2R11, NR10CONR10R12, 
NR10SO2NR10R12, NR1 0-SO2-R1 1 , heterocyclyl, carbocyclyl, carbocyclyloxy , 
heterocyclyloxy, CN, N02, COR11, CONR10R12, CO2R10, N02, SR10, SOR10, SO2R10; 
or SO2NR10R12; R7 is H or (un) substituted Cl-6 alkyl; R8 is Cl-3 alkoxy, Cl-3 
haloalkoxy, C3-6 cycloalkyloxy or OH; R8 ' is H; R9 and R9 ' = H, Cl-6 alkyl, 
halo, Cl-3 alkoxy, Cl-3 haloalkoxy, C3-6 cycloalkyl, C3-6 cycloalkyloxy, OH, 
CO2R10, OCOR10; or R9 and R9 ' together with the C atom to which they are 
attached form a 3-7 membered spirocyclyl group; addnl. details are given in 
the claims. 
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OTHER SOURCE(S): CASREACT 144:128984 

AB Title compds. I [n = 0-3; Q = -CO-, -CR3-; R3 = halo, alkyl; when Q is -CR3-, 
the dotted line represents a bond; X = N, CH; when X is CH, then Y is N or NH; 
Y = N, NH, CH, etc.; except when X is CH, then Y is N or NH; LI = direct bond, 
bivalent radical selected from -alkanediyl-NH-, -NH-, -NH-alkanediyl-NH- ; L2 = 
direct bond, bivalent radical selected from -alkanediyl-, -alkanediyl- 
carbonyl, -alkanediyl- substituted with one substituent selected from hydroxy 
or aryl; Rl = H, nitro, halo, etc.; R2 = H, alkyl, arylalkyl; Ql may be 
bridged, e.g., forming a bicyclic moiety, with an ethylene bridge; Z =H, 
hydroxy, alkyl, etc.] and their pharmaceutically acceptable salts were 
prepared For example, reaction of 1 (3H) -isobenzof uranone with l-benzyl-4- 
piperidinone followed by treating with hydrazine monohydrate afforded compound 
II. In PARP-1 (poly (ADP-ribose) polymerase-1 ) inhibition assays, the pIC50 
value of compound II was 7.26. Compds. I are claimed useful as PARP 
inhibitors . 
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APPLICATION NO. DATE 



JP 2006327972 A 20061207 JP 2005-151987 20050525 

PRIORITY APPLN. INFO.: JP 2005-151987 20050525 

AB The invention provides an agent for inhibiting parakeratosis, shrinking ski 
pores, and preventing/ameliorating rough skin, characterized by containing 
amino acid derivative R4 (R3 ) NC (Rl ) (R2 ) COOH (Rl = H, Me; R2 = H, Me, Ch20H; 
R4 = H, Cl-3 alkyl; allyl, carbobenzyloxy, acetyl, etc) or its salt. For 
example, a cosmetic lotion composition containing 1,3-butylene glycol 6, 
glycerin 4, oleyl ale. 0.1, polyoxyethylene sorbitan monolaurate 0.5, 
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polyoxyethylene lauryl ale. ester 0.5, ethanol 10, N-Me Me alanine 3, and 
water balance to 100 % was formulated. 
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AB Title compds. I 


[Y = O 


, S, S02, (ui 


i) substituted amino, 


etc.; Z 


= C 


or 



sulf onylalkyl, alkylamino, sulf onylamino, etc.; R2 = H, OH, halo, alkyl, etc.; 
R3 = H, (fluoro) alkyl, hydroxy, etc.; ; R4 = H, (fluoro) alkyl, Ph, etc.; R5 = 
alkyl, alkoxy, pyridyl, etc.; R6 = H, alkyl, Ph, etc.; R7 = H or 
(un) substituted alkyl; R8 = H, OH, F, etc., or R7R8 = cyclyl; R9 = H, OH, 
(un) substituted alkyl, alkyloxy, etc., or R8R9 = cyclyl; R10 = H, F, 
cycloalkyloxy, (un) substituted alkyloxy, (fluoro) alkyl, or R8R10 = cyclyl; 
R15, R16 = independently H, OH, (un ) substituted alkyl, etc.; n = 0-2] and 
their pharmaceutical^ acceptable salts were prepared and disclosed as 
modulators of chemokine receptor activity (no data) . Thus, II was prepared by 
condensation of tetrahydro-4H-pyran-4-one with the corresponding amino 
cyclopentyl precursor (preparation given). These compds. are useful as 
modulators of the chemokine receptor for the prevention or treatment of 
certain inflammatory and immunoregulatory disorders, such as rheumatoid 
arthritis (no data) . 
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PRIORITY APPLN. INFO.: 

OTHER SOURCE (S) : 
AB Title compds. I [X 

etc. ; R2 = H, halo 

C and R3 = O or is 

(un) substituted alkyl, 

alkyl or -O-alkyl; R7 



JP 2007-510818 20050422 
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IN 2006-DN6118 20061019 
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US 2004-566012P 20040428 
WO 2005-US13752 20050422 
CASREACT 143:460134 

= (CH2)n; Y = O, S, SO, etc.; Z = C or N; Rl = H, OH, CN, 

OH, etc.; R3 = H, (un ) substituted alkyl or -O-alkyl if Z = 
absent if Z = N; R4 = H or (un) substituted alkyl; R5 = 
O-alkyl, -CO-alkyl, etc.; R6 = H, (un) substituted 
H or (un) substituted alkyl; R8 = (un) substituted alkyl 
and -O-alkyl or R7 and R8 together are alkyl or alkyl-O-alkyl forming a 5-7 
membered ring; R9 = H, (un) substituted alkyl and -O-alkyl or R8 and R9 
together are alkyl or alkyl-O-alkyl forming a 3-6 membered ring; R10 = H, 
(un) substituted alkyl and -O-alkyl or R8 and R10 together are (un) substituted 
alkyl-O-alkyl, -O-alkyl-O- or alkyl and are forming ring; R15 H, 
(un) substituted -O-alkyl or alkyl; R16 = H, F or (un) substituted alkyl; R17 = 
(un) substituted alkyl, -O-alkyl or cycloalkyl; R18 = H, (un) substituted alkyl 
or -O-alkyl; R17 and R8 together may form bridge; n = 0-2] and their 
pharmaceutical^ acceptable salts, are prepared and disclosed as modulators of 
chemokine receptor. Thus, e.g., II was prepared by coupling of 3-hydroxy-3- 
methyl-tetrahydropyran-4-one with III (preparation given) . The receptor 
affinity of I was evaluated by measuring the inhibition of 125I-MCP-1 to the 
endogenous CCR-2 receptor on various cell types including monocytes or THP-1 
cells (no data) . I as modulator of chemokine receptor should prove useful in 
the treatment of rheumatoid arthritis and inflammatory disorders. 
Pharmaceutical compns. comprising I are disclosed. 
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OTHER SOURCE (S) : 
AB Title compds. I 
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CASREACT 143:172854 
[Z = N, C, where no more than two Z are N; Rl = OH, CN, 
(un) substituted alkyl/alkyl, Ph, etc.; when Z attached to R2 is N, R2 = absent 
or O; and when Z attached to R2 is C, R2 = H, (un) substituted alkyl, alkoxy; 
when Z attached to R3 is N, R3 = absent or O; and when Z attached to R3 is C, 
R3 = H, OH, halo, (un) substituted alkyl, etc.; when Z attached to R4 is N, R4 = 
absent or O; and when Z attached to R2 is C, R2 = H, (un) substituted alkyl, 
alkoxy; R5 = (un) substituted alkyl, alkylcarbonyl , Ph, etc.; when Z attached 
to R6 is N, R4 = absent or O; and when Z attached to R6 is C, R6 = H, 
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(un) substituted alkyl, alkoxy; R7 = H, (un) substituted alkyl, Ph, 
heterocyclyl; R8 = (un) substituted alkyl, Ph, pyridyl, etc.; RIO, R16 = 
independently (:0), H, Ph, (un) substituted alkyl; R15 = H, alkyl; or R2 and 
R15 join together to form a carbocycle or heterocycle; X = (CH2)n; n = 0-1; 
and their pharmaceutically acceptable salts and individual diastereomers ] wer 
prepared as chemokine receptor, particularly CCR2, modulators. For example, 
II was prepared in 3 steps starting from 3-trif luoromethyl-5, 6, 7, 8-tetrahydro 
1 , 6-naphthyridine (preparation given). I bound to CCR2 receptor in a binding 
and chemotaxis assay with an IC50 of less than about 1 jiM. The invention is 
directed to the pharmaceutical compns. comprising these compds . and the use o 
these compds. and compns. in the prevention or treatment of such diseases in 
which chemokine receptors are involved, such as inflammatory and 
immunoregulatory disorders, allergic diseases, atopic conditions, rheumatoid 
arthritis, etc. (no data) . 
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AB Title compds 



US 2003-493902P 20030808 
WO 2004-US25467 20040806 
CASREACT 142:240424 
[wherein Z = independently C or N; Rl = (alkoxy) alkyl, 
alkylthioalkyl, hydroxy, etc.; R2-R4, R6 = independently H, OH, alkyl, halo, 
etc.; R5 = ( carbonyl ) alkyl , CF3, halo, etc.; R7, R9 = independently H, Ph, 
alkyl, etc.; R8 = H, Ph, alkyl, etc.; R10 = (un) substituted tetrahydropyranyl- 
4-ylamino, azacyclohept-l-yl , azacyclooct-l-yl ; and pharmaceutically 
acceptable salts or solvates thereof and individual diastereomers thereof] are 
prepd as chemokine receptor modulators (no data) . For example, II was given 
in a multi-step synthesis starting from 2 , 6-dichloro-4- 

trif luoromethylpyridine . The invention is directed to pharmaceutical compns. 
comprising these compds. and the use of these compds. and compns. as chemokine 
receptor modulators in the prevention or treatment of the diseases in which 
chemokine receptors are involved, such as inflammatory and immunoregulatory 
disorders, and rheumatoid arthritis (no data) . 
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US 20070004714 Al 20070104 US 2005-543794 20050811 

US 7557120 B2 20090707 

PRIORITY APPLN. INFO.: US 2003-449547P 20030224 

WO 2004-US5297 20040223 
AB The title compds . (I) [A = C, N; D, E = independently C, N, O, SO, or S02, 
where by a fused carbocycle is formed if A, D and E are all C, where by a 
fused heterocycle is formed if at least one of A, D, or E is N, O, or S ; X = 
O, N, S, S02, C; Rl = H, Cl-6 alkyl, C0-6 alkyl-O-Cl-6 alkyl, CO-6 alkyl-S-Cl- 
6 alkyl, CO-6 alkyl-C3-7 cycloalkyl-CO-6 alkyl, hydroxy, heterocycle, cyano, 
NH2, acylamino, sulf onylamino, acyl, CONH2, etc.; if D = C, then R2 = H, Ph, 
oxo, (un) substituted Cl-3 alkyl or alkoxy; if D = N, then R2 = H, Ph, oxo, 
(un) substituted Cl-3 alkyl or alkoxy; if D = O, SO, or S02, then R2 is absent; 
if E = C, then R3 = H, HO, CI, F, Br, Ph, oxo, (un) substituted Cl-3 alkyl or 
alkoxy; if E = N, then R3 = H, Ph, oxo, or (un) substituted Cl-3 alkyl or 
alkoxy; R4 = CI, F, Br, Ph, (un) substituted Cl-3 alkyl or Cl-3 alkoxy; R5 = 
Cl-6 alkyl, Cl-6 alkoxy, Cl-6 alkylcarbonyl, Cl-6 alkylthio, pyridyl, F, CI, 
Br, C4-6 cycloalkyl, C4-6 cycloalkoxy, Ph, etc.; R6 = H, HO, CI, F, Br, Ph, 
(un) substituted Cl-3 alkyl or alkoxy, etc.; R7 = H, phenyl-, heterocyclyl-, 
C3-7 cycloalkyl-, acyl-, or sulfo-CO-6 alkyl, etc.; when X = 0, then R7 is 
absent; R8 = H, HO, Cl-6 alkyl, hydroxy-Cl-6 alkyl, Cl-3 alkoxy, acyl, NH2, 
cyano, etc.; R9, R10 = H, HO, Cl-6 alkyl or alkoxy, benzyl, Ph, etc.; m, n = 
0-2] and pharmaceutically acceptable salts thereof and individual 
diastereomers thereof are prepared These compds. are useful as modulators of 
the chemokine receptor CCR-2 and could be useful in the prevention or 
treatment of certain inflammatory and immunoregulatory disorders and diseases, 
allergic diseases, atopic conditions including allergic rhinitis, dermatitis, 
conjunctivitis, and asthma, as well as autoimmune pathologies such as 
rheumatoid arthritis and atherosclerosis (no data). Thus, intermediate (II) 
was cyclocondensed with paraformaldehyde in the presence of p-MeC6H4S03H in 
toluene under refluxing for 18 h with removal of water using a Dean-Stark trap 
to give the precursor (III; R = COCF3) which was treated with NaBH4 in ethanol 
at room temperature for 18 h to give, after HPLC purification and treatment 
with HCl/Et20, III.xHCl (R = H) . 
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AB The title compds . (I) [wherein: X = O, NR20, S, SO, S02, CR21R22, NSO2R20, 
NCOR20, NCO2R20, CR21CO2R20, CR21OCOR20, CO, OC(Me)20 (where R20 = H, Cl-6 
alkyl, benzyl, Ph, C3-6 cycloalkyl, etc.; R21, R22 = H, HO, Cl-6 alkyl, Cl-6 
alkoxy, benzyl, Ph, C3-6 cycloalkyl, etc.); Rl = Cl-6 alkyl, Cl-6 alkoxy-CO-6 
alkyl, Cl-6 alkyl-S (O) 0-2-C0-6-alkyl, N- (un) substituted Cl-6 

alkylaminosulfonyl-C0-6alkyl, -(CO-6 alkyl) (C3-7 cycloalkyl) (CO-6 alkyl), HO, 
CO2R20, heterocyclyl, cyano, NR20R26, NR26SO2R20, NR26COR21, OCOR20, Ph (where 
R26 = H, Cl-6 alkyl, benzyl, Ph, etc.); R2, R4, R6 = H, Cl-6 alkyl, CF3, CF30, 
CI, Br, Ph; R3 = H, HO, halo, Cl-6 alkyl, Cl-6 alkoxy, , NR20R21, NR20CO2R21, 
NR2 0CONR2 0OR21, NR20SO2NR20R21, NR20SO2R21, heterocyclyl, cyano, CONR20R21, 
CO2R20, N02, SR20, SOR20, SO2R20, SO2NR20R21: R5 = Cl-6 alkyl substituted with 
1-6 F and optionally substituted with HO, Cl-6 alkoxy or CO-C1-6 alkyl each 
substituted with 1-6 fluoro, Cl-6 alkylthio, pyridyl, F, CI, Br, Ph; R7 = H, 
Cl-6 alkyl, CF3; R8, R9, R10 = H, (un) substituted Cl-6 alkyl; or R7 and R8 or 
R8 and R9 may be joined together to form a ring; Rll = H, Cl-6 alkyl, CF3; 
R27, R28 = oxo, H, Ph, (un) substituted Cl-6 alkyl; R29, R30, R31 = H, Me, HO, 
CF3, MeO, CF30; or R29 and R9 are connected by a Cl-3alkyl bridge; m, n = 0-2; 
the dashed line = a single or a double bond] and pharmaceutically acceptable 
salts thereof and individual diastereomer s thereof are prepared These compds. 
are useful as modulators of the chemokine receptor CCR-2 for (a) treating, 
ameliorating or controlling or reducing the risk of an inflammatory or 
immunoregulatory disorder or disease or (b) treating, ameliorating or 
controlling rheumatoid arthritis (no data) . Thus, reductive amination of N- 
[3, 5-bis (trif luoromethyl) benzyl] -3-oxo-l- isopropylcyclopentane-l-carboxamide 
with 4-aminotetrahydro-4H-pyran hydrochloride using tr iacetoxyborohydride in 
the presence of diisopropylethylamine in CH2C12 at room temperature overnight 
gave 46% N- [ 3 , 5-bis (trif luoromethyl) benzyl] -3- (tetrahydro-4H-pyran-4-ylamino ) - 
oxo-1- isopropylcyclopentane-l-carboxamide (II). 
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An optically active maleimide derivative and its polymer are prepared Thus, 
the reaction of maleic anhydride with ( IS, 2S ) -2-benzyloxycyclopentylamine in 
solvent in the presence of ZnC12 gave N- ( (IS, 2S) -2- 
benzyloxycyclopentyl ) maleimide (91%), which was purified prior to 
polymerization 
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AB Peptides A-B-D-E- 


-F-(G)r-(K)s-L (I) 


LA = 


(un) substituted proline derivative or 



other (un) substituted a-amino acid; B = Val, He, allo-Ile, Nva, NHCRlbR2bCO 
(Rib = H, R2b = alkyl, alkenyl or Rib and R2b together are isopropylidene ) ; D 
= N-alkylvalyl, N-alkyl-2-ethylglycyl, N-alkylisoleucyl , or other 
(un) substituted a-amino acid; E, F = (un ) substituted aza-heterocyclylcarbonyl 
such as a prolyl residue or a 2- or 3-aminocyclopentanecarboxylic acid 
derivative; G, K = (un) substituted a-amino acid; L = (un) substituted amino, 
hydrazido, aminooxy, or oximato group; s and r = independently, 0 or 1], and 
acid salts thereof, were prepared The present invention also includes a 
method for treating cancer in a mammal, such as a human, comprising 
administering to the mammal an effective amount of a compound of formula I in 
a pharmaceutically acceptable composition Thus, dolastatin derivative II was 
prepared by coupling H-Val-MeVal-Pro-Pro-NHCH2Ph . HC1 (Me Val = N-methylvaline ) 
with N-methyl-piperidine-2-carboxylic acid in DMF using diethylphosphoryl 
cyanide (DEPCN) and Et3N, and the diastereomer ic mixture was separated by 
flash chromatog. In a cytotoxicity assay containing HT-29 colon carcinoma 
cells, dolastatin derivative II ( D-piperidine isomer) had an IC50 value of 6.8 
x 10-10 mol/L. 
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The present inv 


ention 


provides 


bicyclic 


metabotropic 


glutamate receptor 



ligands I [Rl, R2, R3, R4, R7, R8, R9, and R10 = each independently H, C02H, 
tetrazolyl, S03H, P03H2, B(OH)2, Cl-6 alkyl, C3-6 cycloalkyl, C3-6 cycloalkyl- 
Cl-6 alkyl, C2-6 alkenyl, C2-6 alkynyl, Cl-6 alkoxy, halo-Cl-6 alkyl, HO-C1-6 
alkyl, Cl-6 alkanoyloxy, Cl-6 alkoxycarbonyl , CN, halo, CONRaRb, NRcRd, SRe, 
aryl, heteroaryl, aryl-Cl-6 alkyl, diaryl-Cl-6 alkyl, heteroaryl-Cl-6 alkyl; , 
R5 = C02H, tetrazolyl, Cl-6 alkoxycarbonyl, S03H, P03H2, B(OH)2; R6 = H, Cl-6 
alkyl, C3-6 cycloalkyl, C3-6 cycloalkyl-Cl-6 alkyl, aryl, aryl-Cl-6 alkyl, 
heteroaryl, heteroaryl-Cl-6 alkyl, Cl-6 alkoxycarbonyl, Cl-6 alkanoyl; X = 
bond, 0, S, SO, S02, CRfRg, Se, PRx, NRx; Rx = H, Cl-6 alkyl, Cl-6 alkanoyl, 
aryl, aryl-Cl-6 alkyl, , Cl-6 alkoxycarbonyl, aryl-Cl-6 alkoxycarbonyl; each 
Ra, Rb, Rc, Rd, Re, Rf, Rg = independently H, Cl-6 alkyl, C3-6 cycloalkyl, C2- 
6 alkenyl, C2-6 alkynyl, Cl-6 alkanoyl, aryl, heteroaryl, CH2Ph, CH2CH2Ph, 
etc.; NRcRd may form heterocyclic ring; RfRg =0, S], as well as compns. 
comprising such ligands, and methods for their use. Thus, acidic hydrolysis 
of allylserine derivative II, followed by N-protection, Swern oxidation and 
olefination with Me (triphenylphosphoranylidene) acetate gave 58% diene III 
(Cbz = C02CH2Ph) . Photolysis of III gave 

aminobicyclo [2 . 1 . 1] hexanedicarboxylates IV (R = Me, Rll = Cbz) as a mixture of 
all 4 stereoisomers, from which V (R = Me, Rll = Cbz) could be isolated in 32% 
yield. Hydrogenolysis of IV (R = Me, Rl = Cbz) to the corresponding free 
amines IV (R = Me, Rll = H) allowed the separation and isolation of the 
stereoisomers, and acidic hydrolysis gave title compds . IV and V (R = Rll = 
H) . Formulations containing the title compds. are given, as is test data for 
interaction with metabotropic glutamate receptors. 
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Title compds. [I; n = 0, 1; P 

NHCOOCH2Ph, etc.; R3 = H, CH3; X = CH, CO; R4 = H, alkyl; 
COOR, etc.; R = alkyl; R6 = aryl, heteroaryl, arylcarbonyl , 
aarylcarbonylaminoalkyl, etc.], a pharmaceutically acceptable salt, a 
stereoisomer thereof are prepared as inhibitors of a4(3l mediated adhesion to 
either VCAM or CS-1 and which can be used for treating or preventing a4(3l 
adhesion mediated conditions in human such as inflammatory diseases. Thus, 
(lS-cis) - N- [ (3-carboxy-2, 2, 3-trimethylcyclopentyl ) carbonyl] -O- (phenylmethyl ) - 
L- tyrosine was prepared and assayed for inhibition of pi-mediated cell 
adhesion in vitro. 
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AB Compds. BCOCRlRlaNR2aCO (CR4aR4b) xE (CR4aR4b) yNR4R5 [B = substituted 

piperidinyl, pyrrolidinyl , and hexahydro-lH-azepinyl ; Rl = alkyl, aryl, 
arylalkyl, heteroaryl, etc.; Rla, R2a = H, alkyl; R4a, R4b = H, alkyl, 
trif luoromethyl, Ph, substituted alkyl; E = cyclohexanediyl , piperidinediyl , 
bicyclo [ 2 . 2 . 2 ] octane-1 , 4-diyl , cyclopentanediyl , pyrrolidinediyl ; R4, R5 = H, 
(un) substituted alkyl; x, y = 0, 1, 2, 3] were prepared for promoting growth 
hormone in humans and animals. Thus, Boc-D-tryptophan underwent amidation 
reactions to afford I.HC1. 
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AB Title compds . [I; R3 = H, alkoxy, phenylalkoxy , Ph, cyano, halo, amino, 

(substituted) alkyl, null; R6-R8 = H, alkoxy, halo, (substituted) alkyl, OH, 
cyano, CF3, N02, heterocyclyl , etc.; R11-R13 = H, (substituted) alkyl, halo, 
cyano, CF3, N02, OH, alkoxy, etc.; A = Ph, benzof uranyl , benzothiophenyl , 
benzothiazoyl, indolyl, imidazolyl, oxadiazolyl, pyridyl, pyrimidyl, 
quinolinyl, thiazolyl, thienyl, thiophenyl, dihydrobenzof uranyl ; Q = H, alkyl; 
W = 0, NH, alkylimino, NHCO, alkyliminocarbonyl ; X = H, alkyl; Y = bond, 
(substituted) alkyl; Z = NR15, CONR15, S02NR15, S02, C02R15, CH20R15, null; 
R15 = H, (substituted) alkyl; n = 1-3; with provisos], were prepared Thus, Me 
3 (SR) -hydroxy-2 (RS) -phenylcyclopentane-1 (RS) -carboxylate (preparation given) 
was treated with 3 , 5-bis (trif luoromethyl ) benzyl bromide and NaH in DMF to give 
Me 3 (SR) - [3, 5-bis (trif luoromethyl )phenylmethoxy] -2 (RS) - phenylcyclopentane- 
1 (RS ) -carboxylate . I showed intrinsic tachykinin receptor antagonist activity 
in the range 0.05-10 (J.M. 
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The invention is directed to certain novel compds . I 
pharmaceutically acceptable salts [wherein R3 = H, OH, alkoxy, Ph, cyano, 
halo, (un) substituted NH2, heterocyclyl , etc.; R6, R7, R8 = H, alkoxy, halo, 
(un) substituted alkyl, OH, cyano, CF3, etc.; Rll, R12, R13 = H, 
(un) substituted alkyl, halo, cyano, CF3, etc.; A = benzene or various 
heterocycles; Q = H, alkyl; W = O, NH, alkylimino, NHCO, alkyliminocarbonyl ; X 
= H, alkyl; Y = bond, (un) substituted alkyl; Z = (un) substituted NH, CONH, 
NHCO, S02NH, NHS02, S02, C02H, etc.; n = 1, 2, 3]. The invention is also 
concerned with pharmaceutical formulations comprising I as active ingredients, 
and use of I and their formulations in the treatment of certain disorders. I 
are tachykinin receptor antagonists (no data) and are useful in the treatment 
of inflammatory diseases, pain, migraine, asthma, and emesis. For instance, 
reductive alkylation of the appropriate amine with 2-methoxy-5- ( 1- 
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by NaBH3CN, gave title compound II. 
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AB Novel unnatural dipeptoids I [Rl = C3-12 (poly) cycloalkyl containing 0-4 

substituents each (un) branched Cl-6 alkyl, halo, CN, OR, SR, C02R, CF3, NR5R6, 
(CH2)nOR5; R = (un)branched Cl-6 alkyl, R5, R6 = H, Cl-6 alkyl, n = 0-6; A = 
(CH2)nCO, S02, S(O), NHCO, (CH2)n02C, SCO, 0(CH2)nCO, CH:CHCO; R2 = 
(un)branched Cl-6 alkyl, CH:CH2, C . tplbond . CH, CH2CH:CH2, CH2C . tplbond . CH, 
(CH2)nAr, (CH2)nOR, (CH2)nOAr, (CH2)nC02R, (CH2 ) nNR5R6 ; R3 , R4 = independently 
H, R2, (CH2)q-B-D; q = 0-3; B = bond, 02C(CH2)n, 0(CH2)n, S02NH(CH2)n, 
NHCO(CH2)n, CONH(CH2)n, NHCOCH:CH, C02(CH2)n, CO(CH2)n, S(CH2)n, S(0)(CH2)n, 
S02(CH2)n, CONHCR7:CR8, NHCOCR7:CR8, CONHCHR7CHR8 , NHCOCHR7CHR8 , CR7:CR8, 
CHR7CHR8; R7, R8 = independently H, R2 ; R7R8 = (CH2)m, m = 1-5; D = C02R, 
CH20R, CHR20R, CH2SR, CHR2SR, CONR5R6, CN, NR5R6, OH, PhS02NHCO, CF3CONHCO, 
CF3S02NHCO, H2NS02, H, acid replacement group such as tetrazole; R9 = H, 
(un)branched Cl-6 alkyl, (CH2)nC02R, (CH2)nOAr, (CH2)nAr, (CH2)nNR5R6; R10 = 
OH, NH2, Me, CI; Rll = CN, C02H, CF3; Ar = 2- or 3-thienyl, 2- or 3-furanyl, 
2-, 3- or 4-pyridinyl, (un) substituted Ph containing H, halo, Me, OMe, CF3, 
N02, OH, NH2, OCF3, NHCOCH2CH2C02H, or CH2CH2C02H groups; R12, R13 = H, or 
taken with R3 and R4 form a double bond] are disclosed. I are a-substituted 
Trp-Phe derivs. useful as agents in the treatment of obesity, hypersecretion 
of gastric acid in the gut, gastrin-dependent tumors, colorectal tumors, or as 
antipsychotics. Further, compds . I are antianxiety agents, antiulcer agents, 
antidepressant agents, and are agents useful for preventing the withdrawal 
response produced by chronic treatment or use followed by chronic treatment 
followed by withdrawal from nicotine, diazepam, ale, cocaine, caffeine, or 
opioids. Also disclosed are pharmaceutical compns . and methods of treatment 
using the dipeptoids as well as processes for preparing them and novel 
intermediates useful in their preparation An addnl . feature of the invention 
is the use of the subject compds. to prepare pharmaceutical and diagnostic 
compns. Thus, methyltryptophan derivative II, prepared from tert- 
but oxy car bony 1-L-phenylalaninol, 2 -adamantyloxycar bony 1-a-methyl-D- tryptophan, 
and monomethyl fumarate, displayed Ki = 0.00008 uM in a central 
cholecystokinin binding assay. 
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KZ, LK, LT, LV, MD, MG, MN, MW, NO, NZ, PL, RO, RU, SD, SI, SK, 
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The title compds . [I; a = single or double bond; Rl, R2 = H, (un) substituted 
alkyl, halogen, alkoxy; R5, R6 = H, alkyl, phenylalkyl, oxo; R7, R8 = H, 
alkyl; R9, R10 = H, OH, halogen, oximido, Me, C02H, etc.; Rll = H, oxo, 
(un) substituted aminocarbonyl , etc.; W = C, O; X = CH, N; Y = CO, sulfonyl, 
CONH; Z = (un) substituted alkyl; m, n = 0, 1; R9R10 = cyclic epoxide 
substituent] , useful as oxytocin antagonists in the treatment of preterm 
labor, dysmenorrhea and for the stoppage of labor preparatory to a cesarean 
delivery, etc., are prepared Thus, piperazine II was prepared and 
demonstrated 54% inhibition at 1000 nM of the binding of tritiated oxytocin to 
rat uterus-derived oxytocin receptors. 
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WO 1993-GB1301 19930618 
The title compds . [I; A = (un) substituted fused naphtho, etc.; B = fused 
benzo, etc.; Rl = H, Me, halogen; (un) substituted C02H, tetrazolyl, etc.; R2 = 
Rl, (un) substituted carbonyl derivative; R3 , R4 = H, halogen, NH2, N02, CN, 
sulfamoyl, Cl-3 alkyl, Cl-3 alkoxy, (un) substituted C02H, tetrazolyl; W = CO, 
sulfonyl, sulfinyl; X = W, COCH2 ; Y = R90, R9NR10; R9 = H, Cl-15 hydrocarbyl; 
R10 = H, Cl-3 alkyl, C02Me, etc.; Z = OR11, (un) substituted QNH, etc.; Rll = 
H, Cl-5 alkyl, (un) substituted Ph or PhCH2; Q = H, Cl-5 hydrocarbyl, etc.], 
which are gastrin and/or cholecystokinin receptor antagonists, are prepared 
Thus, naphthalene was subjected to cycloaddn. with maleic anhydride, and the 
endo isomer intermediate amidated with 1-adamantylmethylamine, producing endo- 
(±)-cis-8-(l- adamantylmethylaminecarbonyl) -5, 6-benzobicyclo [2.2.2]oct-2-ene- 
7- carboxylic acid (II). II demonstrated gastrin receptor pKB 5.9 and the 
cholecystokinin receptor pKi 5.6. 
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OTHER SOURCE (S) : 
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JP 1991-202042 19910812 
JP 1992-71513 19920327 
JP 1992-145851 19920605 
CASREACT 119:226417 

ing A = (substituted) (hydrogenated) 5-membered ring; B = 
membered homo- or heterocyclic group; X = 
N-, 0-, or S-bonded group; Z = (substituted) 



(heteroatom-containing) divalent group having <5 atoms; W = NRCO; R = H, 
(substituted) alkyl; Rl = (substituted) cyclic or chain-like group; or RR1 : 



Page 242 of 249 



Serial No.: 10/585,232 



atoms to form a 3-13 membered ring C02R2 = optionally esterified carboxyl 
group; p = 1-4; with provisos], were prepared Thus, Net- [ 4- [ 2- ( 2 , 4-diamino-7H- 
pyrrolo [ 2 , 3-d] pyrimidin-5- yl ) ethyl ] benzoyl ] -N8-phthaloyl-L-ornithine Me ester 
[prepared by condensation of the corresponding benzoic acid with N5-phthaloyl- 
L-ornithine Me ester. HC1 using di-Et cyanophosphate and Et3N in DMF] was 
saponified to give Not- [ 4- [ 2- ( 2 , 4-diamino-7H- pyrrolo [ 2 , 3-d] pyrimidin-5- 
yl ) ethyl ] benzoyl ] -N5-hemiphthaloyl-L- ornithine. This inhibited proliferation 
of A549 cells with IC50 = 0.0012 (xg/mL. 
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L20 


27313 


SEA 


SPE=ON 


ABB=ON 


PLU=ON 


(L12 OR L13 OR L14 OR L15 OR L16 
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OR L17 OR L18 OR L19) 

L21 6 SEA SPE=ON ABB=ON PLU=ON L20 AND Lll 

FILE 'WPIX' ENTERED AT 14:56:43 ON 05 NOV 2009 

L22 18 SEA SSS SAM L7 

L23 131 SEA SSS FUL L7 

L2 4 3 SEA SPE=ON ABB=ON PLU=ON L23/DCR 

L2 5 3 SEA SPE=ON ABB=ON PLU=ON L2 0 AND L2 4 

FILE ' BEILSTEIN ' ENTERED AT 14:57:40 ON 05 NOV 2009 

L26 0 SEA SSS SAM L7 

L27 0 SEA SSS FUL L7 

FILE 'MARPAT' ENTERED AT 14:57:58 ON 05 NOV 2009 

L28 0 SEA SSS SAM L7 

L29 25 SEA SSS FUL L7 

FILE 'HCAPLUS, WPIX ' ENTERED AT 15:13:39 ON 05 NOV 2009 

L3 0 6 DUP REM L21 L2 5 (3 DUPLICATES REMOVED) 

FILE 'HCAPLUS' ENTERED AT 15:14:18 ON 05 NOV 2009 

L31 1 SEA SPE=ON ABB=ON PLU=ON Lll NOT L21 

FILE 'WPIX' ENTERED AT 15:14:35 ON 05 NOV 2009 

L32 0 SEA SPE=ON ABB=ON PLU=ON L2 4 NOT L2 5 

FILE 'HCAPLUS, MARPAT' ENTERED AT 15:15:06 ON 05 NOV 2009 

L33 26 DUP REM L31 L32 L29 (0 DUPLICATES REMOVED) 
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